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1-6) T)V=¥)V, COO (C2~6) TJVtr-fr&JztfCOO (C2~6) 

-JT)V3c)VT ^ / 4 1 0 TJ^M^&rf^TM 1 ~ 3 fiTSi^ tlT Vvr 
5 «fcV>:7MfcE, Aoy>gf, TU— ;k Cl~67iV3^X C2~6X 

)V7$r**s. C2~6 7;^;^x cf 3 , co (ci~6) r;i/ 

CO (C2-6) T)Vtr~)V. CO (C2~6) t;i^~;k coo 

h, coo (ci~6) t;wk coo (C2~6) y;i^-;k coo 

(C2~6) TJVJr—JW NH 2 , NH (Cl~6) T;Mr;V&«fctfN (CI 

(7) WO2000/20371 ^9i»l«»aE«<0* — ( I G) 

Ar^-V^-Ai^-X^W 6 < IG > 

<5t*, A r 1G tt7'J-Jl/*fettAf n7U-Mtt)t, R 1G £fctaR 3G 

15 R 1G teY G mG -R 2£ \ Y G mG — Ar 3G , AO N (R SG ) „ CN, 
N0 2 > C (R 6G ) 3 , CON (R 5G ) 2 , S (O) nG R 7G \ £7cte7KmS£ 

Y G IZ R 2 G A r 3 G i A r 1 G m £ <D 0 ~ 4 £ tt* HC^, 

20 &KHK£&bU ^OmmmUCO. S (O) nG , -C = C-^^^«T-fe 

mGteO^fcfcil £^;bU 
nGttO, imfcfe2&mt>V, 

25 O^v- (Cl~6) 7;WVtSfot^, 2^©R 2G ^-ittoT6lS 
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5 R 3G teR 4< \ Aner>M^ AD (Cl~6) T;WK N (R 5G ) 2 , 
CN, NO a , C (R 6G ) 3 , CON (R 5 G ) 2 , OR 4C \ SR 4G Sfc^S (O) 
nG R 7G =£*bU 

R 4G «7jcs§jie\ fgmr^^K f£MT;py~;K «t;i^-;k ch 

10 R 5G fctR 4C \ Ph^dJBnSSt)t/!i\ 2^)©R 5G ^-itS:oT, 

cd r 6 G ^— m\zt& o T^in^ ^n^m^, ^mic^ ^zsmnm^fr 

15 ^jg^n^ 0 ~ 2 Ood^^d^^^tT^ 6 M^TOSfi^febU 

R 7G tef£lfcy;i^;k mcDWrzDV. fg^x;i^r.;k CHF 2 , CF 3 . 

N (R 5G ) 2 , Ph (R 8G ) 2 SfcSCH 2 Ph (R 8G ) 2 £^:bU 
R 8G teR 4C \ OR 4G , SR 4G ^fe^APer>M- : F^fc»U, 

w g «^m^, ^«e^ ^xs^nm^ e> sifcrn^ ^ n 0 ~ 2 © 

20 £^W-r^3~6M<D^«l£^fc>U ^CDjg^teCO, S (O) mG , C 

R 9G ttR 2G , fcWCT)V>r~)V, «T;i/=¥n;k OR 4G *MSR 4G =&S 
=bU 

A r 2 G teR 3 G T«m$ tlT V>T £ V> T U — )V £ n T U £ 
25 St)L/, 

R 10G «R 4G , An^r>M-^> N (R 5G ) 2 , CN, N0 2 , C (R 6G ) 3 , 
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OR 4< \ SR 4G $fettS (O) nG R 7G ^mt?V, 
X G UW G \zMVTA r 2G \Z*)l> YQnma&*mM~V*> tK O~4i0 

L'WTfej;< 1 CO. S (O) nG , C = CSfctt7tfl/>^f^T^ 
5 T%£<, SStR 11G TII$nWTfeJ:<. 

Q G teCOOH, S0 3 H, kHamE CONHS0 2 

R 12G > M^S0 2 NHCOR 12G ^f,MnM^tL, 
R 12G teCF 3> «T;^;k {m.T)V*r~)V. &MC7)V*ZL)V&£.TSZ 
10 G A r 4G ^61^n§S^L, 

Z G teR 1 86 t?«ift$nT^T'fe> cfcVi C0~4 (DliiT^ D » 

R 18 °ttR» G iWi;tftft*bU 

A r 4G «R 14G TMm$nT^Tfe^ViT U -Mfc^AfnTU-M 
15 R 14G ttR 10G t&^NHCOMe^t)t. ) wSn«ft^£fctt*n 
(8) TO2001/i9814^«»fcaa«©, -HKsfc (IH) 




20 R aH & 
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1) TO&ltoAfn7'J-JV: 

a) ^U;K b) i?T~?-)^ h'J7^tfcttTh7^JK c) 5 
^VUJk d) -f y^y»j;K e) -f V5FTV*U;k f) 

;k g) =*-3rU-i/u;i^ h) tf^yu;K n tfnu;K j) ?7^7^u 
5 ;k k) ^ri/u;k i) ?x-jk m) h'J77u;k n) erh9\/y;u 

2) -COR 6H , 

3) — N R 7H R 8H , 
10 4) -S0 2 R 9H , 

5) ?Ktl, 

6) l^JKDR 11H T«m^nTViTfe«j;^C l~67Jl/3^^ icfcfci: 

7) l^icDR^^Mm^tlX^TfeciiV^C l~6 7J^ik C2~6T;ix 

15 l~3i©*l!fiI$tlT^Tfej;U: (a)-COR 6H , (b) — NR 7H 
R 8I \ (c) -S0 2 R 9H , (d) (e) C1~6 7JP3^^ 

^ttAaci~67^^x (f) ^n7'J-;i/) t&d, 

R aH te— m& (IH) 4H^£n£^X-;H££MLTl, 3i;fctel, 
20 R 1H . R 2H . R 3H » R 4H ^^TSR 5H \^n^nmiLVX. 

1) frmm^ 

2) /\Udr>m^ 

3 ) c i ~ 6 t;Hp;k 

4) C l~6T;i/3^r5/, 
25 5 ) C 1 ~ 6 T;i/^;i/^^> 

6) -ha. 
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7) 

8) CN 

frzmun&m&mDV, 3) -v5) ©xteifi^jt©R iiH Tgm$nT^ 

5 R 6H f;izK3&IlB\ zk&£, C l~67;^^«ktf 

N R 7H R 8H # 6»jIfcm<5«T& t) , 7MJ^fcliC 1 ~ 6 

3^MS 1 ®£U:©R 1 1H ttI$nt^Tfej;< > 
R 7H &£<CKR 8H fc£ 

i) 7kmM^ 

10 2) 

3) S0 2 R 9H , 
4) 

5) C l~6T;l/3^>\ 

6) r7x~;i/. 

is 7) ^-^^;k 

8) 7U;K 

9) ^X-JK 
1 0) t°U>?;i/ 

:fc£>mm£*£3gfc>U 4) ~5) ©StelMJ^i:©R 11H TgM£nT^ 
20 XfeJ;<, 6)~10) (DmZR 11H 3$&Z$C 1 ~ 4 Sjgfr£n^ 1 

R 9H te 

1) 7jcmS> 

2) N (R 10H ) 2> 

25 3) li&l±©R 1 1H T'li$tlT^t% i^C 1 ~ 6 7^Jk 

4) 7iXJK 
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5) ?-:75P;k 

6) 7U;k 

7) fX^JK feektf 

8) fcTUSW 

5 ^e.I«nSS§itol, 4) ~8) CD^teR^&J^C 1~47JW^ 
R 11H «AD^r>m^ 7jC^S> 0 1-3 7^^ ^hD, N (R 10H ) 
(9) W02001/19819 ^&J!^*&Cl2m<7X — (I J) 



(5$4^ y Jte&Zfz J f«4UT0~2^U yJ + z Jtt2T!*D, 
R aJ te 

15 1) £TF<£> (a) ~ (n) ^&I^^fnD7'J-JV: 

(a) 7U;K (b) z?T-J~)V. h<J7^MfcttTh7^JK (c) 

-f^^/UJK (d) -<v%tn/u;k (e) -rv^ryu;i/, (f) 
it^T!/u;K (g) ^i*v*y;k (h) tf^v*U;k (i) tfny;k 

(j) ?7^7^'J;K (k) ^ryUJK (1) ^x-;k (m) h'J7 

20 v /u;k (n) ^h^y;;^ (tn50ATP7'i-Mi~3fi(DR nG 
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2) -COR 6 \ 

3) -NR 7J R 8J , 

4) -S0 2 R 9 \ 

5 5) 

6) l~3fi(DR 11J T»m£nWTfeJ:^C l~6 7^3+->, 

7) l~3M<DR 11, T?g$|£nTVvr ! b s fcV:>C C2-67 

& l-SMO^Tg^nT^Tfccfc^ : (a) -COR 6J , (b) — NR 7 
10 J R 8 \ (c) -S0 2 R. 9 \ (d) ?mm. (e) Cl~6T;i/n^->a5^ 
^;\DCl~6 7JVa^X £,£0? (f) Arn7U-JW T&D, 

R aj «— m& (i j) tf(^$n§fi^ncttTi, 3 s&fcti, 

R 1J > R 2J , R 3 \ R 4J *<J;tKR 5J ^n-^n^SLUT, 

is i) ikmm^ 

2) AD^>If, 

3) Cl~6 7;i/^K 

4) C1~6T;H2^^ 

5) C1~6 7MJ^ 
20 6) nhD, 

7) 

8) CN 

^eian^S^tbb, 3) —5) ©s^i^±oDR 11J T«m$nxv^x 

25 R 6J te7jCfP§IB\ TKBfeat, Cl~6 7^;k Cl~67JVa^<fctf 
NR 7J R 8J ^6Mfr£n£ST£D, Cl~6 7MMfdiCl~6 7JV3 
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* i £ul© r 1 1 j xmrnz tiT^x % < , 

1) 7k*EB% 

2) 7m*, 

5 3) S0 2 R 91 , 

4) Cl~6 7KJk 

5) C1~6 7J1/3^X 

6) 7x.-)V, 

7) ^-^^;k 

10 8) 

9) 2$J;tf 
1 0) tfUSW 

^saiarn*****?^, 4) ~5) ©sa i ~ 3 h©r 1 1 j Tti$nt^ 

TfeJ;<, 6) ~1 0) ©*«l~3M0R 11J ^itKC 1-47;I4M6 
15 «l4tl**TWlSnT^X«> «fc < , 
R 9J te 

1) TKayt* 

2) N (R 10J ) 2 , 

3) l~3l@©R 11J -eSm$nTViTfe^V^C 1-6 7JWK 
20 4) 7i- ;k 

5) 

6) 7>J;k 

7) fX-jk 

8) trysw 

25 3&>5jS«n5*&*bU 4) ~8) <Z)*telRii©R 11J :feJ;£KC 1-47 
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r 1 0 J teikmm^ikrcite c i ~ 6 Tjv^v&mt) u 

R ll3 U/\u^>W^ y^mm, Cl-3T;Wy, ~hn, N (R 10J ) 
5 (1 0) -JKjJ; (IK) 



(tts R lk teu COOH, 5-^" 

*v-i, 2, 4 -^+^y*u;i/£fc«, 5-^y-i, 2, 
io r 2K «, tK^m^, ^^;k ^ h+'>sfc^DD»u 

. R 3K ^5J:^R 4K ^ (2)^fMJ:^Dn, (3) 

15 R 5K tet -ry^ntf;k -fV7^;k 2-*^;t— 2 -^p^-;k is9 
t fd^>- 2 - ^ n tf;i/^^t> u 

- ^ 9=-^- 2-7'J )V&Wo U 
20 n K «, Oi^l^fct (R 1K ^5-Th7yj;K 

2, 4-^ifi/u;^rc«5-^y-i, 2, 4-^7yj;rai.i 
o^b-r. ) ) 
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±IB(D— flSSfc (I A) JifM (IK) T^^nSft^ft^ 

Sfcf^&fc»te©fc:v>, *»tt©t>©**ff*uvi. M«§fcBfe#*nitt2:bT 

15 mmm., mt-^mm., mi, u>tt, mM*£©cfc5&MM^ * 
sift. -7Km ^x>»iK, ^^>^;^>K*a, x^ 

' *5SWfcfflV^n5^W&ftt«lt LTfi, — JK5£ (IA)M(IJ) 
25 TfSSnSft^SjtLTtt, WO98/27053 EP878465 W092/19617 

W096/06822 ^ W097/00863 W099/47497 -*§\ WOOO/20371 W02001/19814 



26 



WO 02/072145 



PCT/JP02/02359 



— ^ (IK) ■V^nZit&mt L/Tfl ^B^IB^^T^M^^bfc 

±.m(D—m& ( i a) 7>s (ik) T^n^fl^wa, tn^tmmt 

(I A) JyS (IK) -V^ti^h^m^, -f25£ (IA) , (I 
15 B) 3o£Z$ (IK) T^^n^^WW^bV^o 

i) — ft&t (i a) T^snsfls^*^ 





20 -e^^n^^-e^^.^^^^bi'^ 
2) —fet (ib) ^$n^b^4»> 
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5 ~ 1 5 (D^mmx-$> D > 

5 Z 5 ^ i 2 AS®**, m£fcHMeK?**-*-« 5-7 goli 

3r/k C1~6 7^3^X C1~6 7M;W, nhD, AD^>If, 

io 3) — asss (ik) ^snsMt^, T^TOfc&mi&m&vi,^ # 

15 (1) 4- [2- [N-^fy^-N- (5-/^-2-7'J^7* 
~/W 75^] -5- hV7)V^U*^)V7x.S3ri/* : 5-)V\ 

(2) 4- [2- CN— -TV^Dtf^-N- (5-^-2-7U^7 

X5/] - 5 - h U 7Mn^fJl/7x7^>/^5 1 ;!/] 5&&#St 

(3) 4- [2- [N— fy^/k-N- (5-^^-'2-7>j;^7t 

20 7*5/] -5- hU7Mn^^7x/^^?jv] 

(4) 4- [2- [N— TV:t*^-N- (5-^^-2-7U^X;P7* 
-/P) 75/] -4-^00-5-^71/^^1/] SfeJMHt, 

(5) 4- [2- [N— -fVT'PWHN- (5-p<^-2-7U/PX/i/7 
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(6) 4- [2- [N-- ry^;i/-N- (5-^f;W2-7'J^7* 

x^y] -4, 5-^^71/^^] s£m«t 

(7) 3-^^^-4- [2- [n— rv^;v-N- (5-^^-2-7 

(8) 3 -y^;i/-4- [2- [N~-f77>Jl/-N- (5-^^-2-7 

u;px;u^^n;v) ray] -4-^no-5-^7x;^5 : ;w 
10 (9) 3 -^nn-4- [2- [N-fy^Iz-N- (5 -y^- 2 

(10) 3-^DD-4- [2- [N — rV^ntf;W-N- (5-^^-2- 

7 x ))VA)V7*^.)V) r^y] -4-y^-;i/- 5 -^nD^ocy^rv-y^w 

15 &&mm* 

(ID 3-/h^>-4- [2- [n— f yyntf;w~N~ (5-y^;p-2 
-7U;px;P7*=;w y^y] -4-^^-5-^dd7x;^>^ 

(12) 3-y^;v-4- [2- [N--fy^;p~N- (5-y^;w- 2 -y 

20 V)VX)V7 75/] -4, 5-^^71;^^] 

(13) 3-^^>-4- [2- [N — f vr/ntf^-N- (5-y^;i^-2 
-7 V)V*)V7*~)V) ray] -4, 5-^f;i/7i;^^f;v] ^ 

25 (14) 3-^^>-4- [2- [N— TV^;P-N- (5-/3^-2- 

7V)V7.)V7*~)V) 75/] -4, 5-s?y^;i/^3iy^->y^;i/3 
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(15) 3-^h^->-4- [2- [N-<VyDtf;V-N- (5-/3^-2 

-^u;i/^;i/^^-n;i/) 75;] -4-^nD-5-^7i;^5 1 

5 (16) 3-^Dn-4- [2- [N — TV^^-N- ( 5 -/^;|/- 2 -y 
V)VK)V~7*~)V) 75/] -4, 5-S?/M/yx/*^/^;i/] 

(17) 3-^nD-4- [2- [N — f V^Dtf^-N- (5-^^-2- 
7<JJl/X;i/7*-J!/) 75/] -4, 5 -S^^I/y^/^v-/^;!/] 

10 #H, 

(18) 3 -/=p;i/-4- [2- [N-^V^-N- (5-/^;V-2-y 
V)V7,)V?*~)V) 75/] -4-^nn- 5 -/^;i/y oc/^>/^;i/| 

(19) 4- [2- [N-- f yyntf;i/-N- (5-^^-2-7'JJ^7 

15 75/] -4-^^-5-^nD7x;^W!/] S&m, 

(20) 4- [2- CN — rv^;w-N- (5 2 -y U^^Py # 
— ;W 757] -4-^-5-^Dn7x/^fM 

(21) 4- [2- [N — fy^Dtf;U-N- (5-^;i/-2-7U;VX^7 
^~;j/) 75/] -4, S-^Wx/^^/^W 

20 (22) 3-/=p;i/-4- [2- [N-- f y^ntf^-N- (5-^^;i/-2- 

7V)V7.)V7*~)V) 75/] - 5 - h U7MD/^7x/^^/^W 

(23) 3-/3^-4- [2- [N — ryyntf^-N- (5-^^;i/~2- 

7'j;^^7*-;w 75/] -4, 5-^^;uy^/^^^^;w &a 

25 «fe, 

(24) 3-/^;i/-4- [2- [n— ryy°ntf;i/-N- (5-/^-2- 
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(25) 3-*5\U/-4- [2- [N-- f V^;l/-N- (5-^^-2-^ 
5 (26)4- [2- [N-TV^-N- (5-^^-2-7'j;^7* 

75/] -4, s-^^f^i;^^^^] fe&^L 

(27) N— [4-^nn-5-^-2- [2-^^;j/-4- 

10 (28) 3-^h4^~4- [2- [N — fV^^-N- (5-^^-2- 
yV)VX)V7*—)V) 75/] - 4-^-5-^DD7xy^^;H 

(29) N- [4, 5-^^^;i/-2- [2-^^;V-4- (5-rh57U;W 

yx.-)V] — n — rv^;^- (5-^^-2- 
15 7'j;w x;i/7*-;i/7= 

(30) N— [4, 5-> ? ^^;i/-2- l2-*5>)V-4- (5-fh77U;i/) 
7x-;M?M+^] 7x~;W -N— YVT'Dfc!^- (5-*^;i—2 

(31) N— [4-^DD~5-^Jl/-2- [4- (5-T-h^/U;W 

20 ZUls^^JlsJ-dr-sl 7x-jP] -N— <V^)V- (5 - X^JU- 2 -7V 
)V) 7iV7t-^75 h\ 

(32) N— [4-7Dn-5-^^-2 - [4- 2, 4 

-tW77-;v-3-f;n, 2, 4-tW77-;i/-3-<;w 

7i-;WW^'>] -N— ' tV7°U\Z)l- (5-^5^-2 

25 -y*JM x^7t^;vr$H, 

(33) N- [4-7Dn-5-^-2- [4- (5-^V-l, 2, 4 
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-fv^- (5-^^;i/-2-^u;w) Fx 

(34)4- [6- [n— rv^;i/-N- (5-^^;v-2-yu;Px;i/^^- 

5 (35) 4- [6- [N— f V^Otf;i/-N- ^-2-7'JJ^7 
(36)4- [7- [N — TV^;l/-N- (5-^^-2-7'J^7t 

n;tO T^y] -l, 2, 3, 4-Th?kl«Dt7^l/>-6-^;^ 

10 (37)4- [7- [N — rV7°Pfc 0 ;k-N- (5-^-2-7'J;l/7;;k7 
T^y] -1, 2, 3, 4-fh7tHnt7^1/>-6--fM 

^^WM s£m«tx 

(38) N— [4, 5— 5>*5=\>V-2- [2-^^-4- (5-^V-l, 

is — n — ry^'Pbvw- (5-^^;v-2-7"j;i/) x;P7t^75 H, 

(39) N- [4, 5->>*^;V-2- [2-;*^- 4- (5-^V-l, 

2, 4-*^r\/-;i'-3— r;i/) 7xn;i/^^;v^v'] y^~)V\ 
— n — rv^;p- (5-^^;u-2-^u;w) 

(40) N- [4, 5—5?*^- 2- [4- (5-rh7l/U;W ^x^M 
X^7t^I/75 Fx 

(41) N- [4, 5-v^^;U-2- [4- (5— rb^'/VM y^~)V* 
T-Jlsttisl 7i-JW — N — fV7^- (5-^-2-7>j;W X 

25 (42) N- [4, 5-^^^;i/-2- [4- (5 -rfr^V- 1 . 2, 4-^ 

*i?7y-;v-3 — r;w 7x~jwfM^y] -n— - rv^ 
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(43) 3-^^;i/-4- [2- [N — fy^-N- (5-^^-2-^ 

5 (44) N— [4, 5-^/5Pjk~2- [2-*h3P>—4- (5-^V-l, 
2, 4-tW7y-Jl/-3-f;!/) ^n^^l/^v-] y^-)V1 

(45) N — [4, 5->^^;P~2- [2-^h^-4- (5-r^V-l, 

2, 4-^i?-> ? xv*-;i/-3-- -f ;w 7x^^^;i/t+5"] 7xz;H 
lo -n— <y^Dtf;v- (5-^^;w-2-^u;w x;wy^n;vT$ 

(46) 4- [6- [N — f V jl/— N — ( 5 2 -7 V)l>X)l7* 

(47) 3 -^;i/-4- [6- [N-^V7*?;V-N- (5-pWI/-2-:7 

V)VX)V7*~)V) 75;] -r >^>-5- -r;M-*5oww &&wm^ 

15 (48) 3-^^;l/-4- [6- [N— -fV^-N- ( 5 -/^;i/- 2 

(49) 4- [2- [N- (2-^^-2-7*P^;W -N- 
-2-7V)VX)V7*~)V) 757] -4, S-^^i/^^^^W 

20 (50) 3 -^^)1-4- [6- [N — f V *7°D \±)V— N — (5-/^;P-2- 

7U^7*^w 75/] <i m^^m &mmm. 

(51) 3-/^-4- [6- [N — rV^Dtf;P-N- (5-/^-2- 
7'JM^7t^;W 75/] -f >^>- 5 — r;p^5//^;i/] fe&g| % 

(52) 4- [6- [N — rV7°Dtf;l/-N- (5-^^-2-7U;l/XJl'7 

25 *-;K> 75 / ]. ^ >y>- 5 ~<;m->^f ;W fe&BI, 

(53) 4- [3- [N-<77?;P-N- (5-^^-2-7U^P7* 
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~)V) 757] - 2 

(54) 3, 5-~?*^)V-4- 12- [N — fV^-N- (5-7^;P- 

2--7U;PX^^*n;i/) 75;] -5-hU7Mn>if;V7x;^ 

5 (55) 3-^^;V-4- [6- [N— -N- 

( 5 - jv- 2 - 7 u ;px^7 t-JW 75/] -i>y>- 5 — f;iot-^ 

(56) 4- [6- [N-^^D^Dtf^^JU-N- (5-^;V-2-7'J 

;i/x;i/^^--;i/) 757] -f >^>-5— r;i/^->^^;W -3-7^;i/ 

10 

(57) 4- [6- [N— fy^;w-N- (5-^^-2-7U;PX;P7* 

(58) 3-^^;p-4- [6- [N-T^P-N- (5-^-2-7'J^ 

(59) 4- [6 - [N-X^;i/-N- (5-*^)V-2-7V)l>X)V7*~)l) 

(60) 4- [6- [N-7^-N- (S-*?-)V-2-7V)V?s)V7*~)\,) 
20 (61) 4 - [6- [N-X3MV-N- ( 5 -75P;V- 2 -7 U )V7s)V7 *~)V) 

75/] >^>-5— i^^^M mm* 

(62) 4- C6 - [N-7nk>-N- (5-^f jl/-2-7U;^7t~ 

;w 757] -f >^>-5-^;i^*vvWi/! 

(63) 4- [4, 5-z?*^)V-2- [N— (2 -T-^U- 2 -:/n^-;t/) 
25 -N- (5~^^-2-7>JWI/7t^) 75 7] 7a:7^~>7^;W 

-3-75P;i^Mm 
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(64) 4- [6- [N- {2-^)V-2~y°U^~)V) — N — 
-2-yV)V7,)V7*~)V) 75/] -f 5 — f JVtt^^JVl m 

(65) 4- [6- [N-v'^P^ntlJW^-N- (5-^^-2-7U 

5. 75/] -f >y>- 5 --r;i/^^>^^;i/] mgm, 

(66) 4- [6- [N— (2-^°D^-;i/) -N- ( 5 - *=?)V- 2 - 7 U )V 

x)is7*-)i>) 75/] -r >^>-5— oi>3r*z/^M msm. 

(67) 3-y^;i/-4- [6- [N-7°nt°;P-N- ( 5 -;>W]/- 2 - 7 U 

10 (68) 3 -/5SH^-4- [6- [N— (2 -7°D^-;V) — N— 

-2-7V)VX)V7*~)V) 757] -T>y>- 5 — OP^SoWW 5fe 

(69)4- [4, 5-^/=P;i/-2- [N-y^;|/-N- ( 5 - ^)V— 2 - 

15 (70)4- [4, 5->>/5P;i/-2- [N-X^W-N- (5-^^-2- 

(71) 4- [4, 5-^/^-2- [N- (5-^^-2-7U;1/7n;1'7 
ahXJlO -N-7DW5/] ^rc/^pWV] SfeJftSlk 

(72) 4- [3- [N — f 77o tf;i/— N— (5-^5 1 ;l/-2-7'J;l'XJ|/7 
20 *n;i/) 75/] ^-77^W>-2— -OVtt*s*^)V\ 

(73) 4- [3- [N— TV^;P-N- (5->^;j/-2-y V)V?>)V7* 

75/3 ^y^w>-2 — nw-^pWl/] -3-*5\H/5fejBMHfc 

(74) 4- [3- cn— f V7°nk o ;i/-N- (5-/^;i/-2-^u;ux;i/^ 
25 *x;i/) 75/] ^7^l/>-2-^M^/f;W m&BSt* 

(75) 4- C3- [N — (77*^)V-N- ( 5 -/^;l/- 2 ~7 V * 
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(76) 3-;*5Vl/-4- [3- [N--fyyPh>-N- ( 5-;* 5^-2- 

(77) 3-^^-4- [3- [N — rV^;V-N- ( 5 -*=?)V- 2 -7 ■ 

(78) 4- [4, [N— C (5-^-2-7U;W X 

(79) 4- [4. 5->>>^-2- [N-^^)l/-N- (5-^^-2- 
7UM^7t^W 75/] ^xy^SoWW 

10 (80)4- [4, 5->?^^;|/-2- [N-X^V-N- (5-^^-2- 
^U;kx;i/7^x;i/) 757] 7x/^^^fjW -Z-*5-)VftM8m* 

(81) 4- [4, 5-^^;P-2- [N- (5-^^-2-7U^X;i/7 

sr-x;w -N-^°pt°;^T5y] 7i/^f;W 

(82) 4- [4, 5-^^-2- EN- (5-^^-2-7U^;V7 
15 sj-x;W -N- (2-7n^"JW 757] 7i/^^^] -3-*^ 

(83) 4- [4, 5 -5?;* 5^- 2 - [N- (2 -t HP^>- 2-^.)Vf 

uid)V) -N- (5-^^-2-7U;^;^77^x;w 7$/] yx.s* 

20 (84) 4- [6- [N- ( 2 - k H 2 - ^^7P tf ;W -N- (5 

- 3 

(85) 4- [4, 5 -v^^l— 2- [N-^D7'Dtf;M5 i ^-N- (5 

-^^;i/-2-^u;Px;^7^x;i/) 757] T^/^rv-;*^;!/] ^m#m. 

25 (86) 4- [4, 5—S?*9-n'-2- [N— (2-bHn4 : >'-2-/f;|/7 

Dt?;i/) -N- ( 5 -^wv- 2 - 7U;w;i'7*^w 
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(87) 4- [6- [N— (2-tFD^>-2-^Jl/^nk°JP) -N- (5 

5 (88) 4- 14, 5-^^-2- [N-S^ 07°D fc?;M^-N- (5 
~*^JV-2-7V)lX)Vy*=l)l) 75/] yx/^v-pWl,] -3-;* 

(89) 4- [2- [N---f yy°Dlf;i/-N- (2-5^T\/U;PX;W'7^^;i/) 
75/] -5- h'j7Mn^^7x/+y/^] 

io (90) 4- [2- [N-^yy^/v-N- (2-^Ti/u;i/X^y*rz;i,) 7 

5/] - 5- hiJ7MD^?;i/7i/^5/^?JW 

(91) 4- [2- CN--ryynt!;i/-N- (2 -^^/'J^x^*^) 
ray] -5-huy;i^n/5F;pyx/3ri//5F;!/i 3£&m> 

(92) 4- [2- [N-fV7?;i/-N- (2-f7y<JM;V7tr;V) T 
15 5/] -5-h'j7Mo^fJP7x/^>^;i/] ^Bl, 

(93) 4- [2- [N — YV^-N- (4-^^-2-?77'JM;i/ 
y^--;i/) 75/] -5-h'j7^ta^f;P7i/*^5 1 ;H MfE 

(94) 4- [2- [n — f v^v-n- (4-/^;i^- 2-5 : •T N /u;l/7;;^ 
y 3 ^-;^) 75/] -5- h'j7;vtn/fji/7x/+^^?;W fe£m> 

20 (95) 4- [2- [N — fyy°Ph 0 ;p-N- (2-^7W)V7,)Vy*~)V) 
75/] -4-^DD-5-^7x/^^] got#^> 
(96) N- [4-MJ7MP/f;|/-2- [4- (5 -^h^yu;w y^ 
n;P/^;M-^>] 7x^j|/] -N-^V7*^-2-5 1 7^'J;i'^7t 
-Jl/75 h\ 

25 (97) N- [4-h'j7MD/f;i/-2- [4- (5-^h^y*U;W 7i 

~/i//^;i/^v-] 7i-jw — n — ryy e ntf;p-2-^7y>;;i/x;py 
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(98) N- [4- h x Jy)V^TU^)V-2- [4- (5-^V-l, 2, 4 
-^r^^TV-)l~3 — t)V) y^-jV^)^^rzyl -N- 

5 (99) N- [4- Y^y)V^U^)V-2- [4- (5-^V-l, 2, 4 

-^T^yy-;!/- 3 — r;n, 2, 4-5P7> ? 7\/-;i/- 3— r;v) y:n 
~;i/*^;k3-^>3 7i-;w -n — rv^nt:;i'-2-?7^UMji/7 
rt-;P75 b\ 

(100) 4- [2- cn — rv^ntf;i/-N- (4-^^;i/- 2-^Ti/u;i/ 

(101) 4- [2- [N — f77^-N- (4-^^;i/- 2 -9^T X /U;i/X 
;p^^n;i.) 75 73 - 4 -^dp- 5 -^^l^^oi/^e/^^;!/] git 
SI, 

15 (102) 3-^pd-4- [2- [n — ryy°ntf;i/-N- (4-^;!/-2 

(103) 3-^ep;v-4- [2- [n— f v^^-n- (4-^^-2- 
^T\/U;kx;i/^*n;i,) 75/] - 5 - h U T'^n^^V^^/^^^- 

20 ^m^sm 

(104) 3-*3\>l/-4- [2- [N--T V7f^-N- {A-^)V- 2 - 
f7^ 1 JJl/XJl/7t~il/) 75 /] -4-^no-5-^JV7x/^ 

(105) 3-^h^^-4- [2- [N-^y^;i/~N- (4-j>Wl/-2 

25 -g : 7yjJV7>^7tn;0 75 -4-^OD-5-W7x;^> 
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(106) 3-*h*rz/-4- [2- [N— < V^^-N- (4 -*?-)V-2 

-f7yuM;P7t-;W ray] - 5- hij7Mn^^7x/^y 

(107) N- [4-hU7Jl/tD^;i/-2- [4- (5-5rh^\/U;W 7 
5 i-JMW^^] 7x-Jl/] -N--fV^;V- (4->.^;i/-2-^ 

(108) N— [4- hU^;^D^^-2- [4- (5-^V-l, 2, 
10 (109) N- [4-bU77;^D^^-2- [4- (5-^V-l, 2, 

4-^it> ? Ty-;i/-3— f;W 7^n;i/^^;i/^->] t7x~;n -n 

(110) 4- [2- [N—f77>;!/-N- (4-^?;V-2-5 1 7 , /U;i/X 

15 & 

(111) 3-^PD-4- [2- [N — TV^»1/-N- (4-^5^;i/-2-. 

(112) 3-* ^^-4- [2- [N — rV^^-N- (4-^^;P-2 

20 -^Tv'u;Px;i/^^n;p) 75/] -4-^;i/-5-^DP7x;^> 

(113) N— [4-hU^;^D^^;i,-2- [4- (s-^h^/U^) y 
i-JMfjkt^^] 7i^jH -n — (yy°a\djv- (4-^)V- 2- 

25 (114) 3 -^^;l/-4- [2- [N-- fV^V-N- (4-^^-2- 

^T % /u;vx;i^^^n;w 7S/] -4, 5 -s^M/^x/^v-^^KI 
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(115) 3 -j*3\JP-4- [2- [N — f yyot!;l/-N- (4-^.^-2 

sfeA*** 

5 (116) 3-/h3^>-4- [2- [N-fV7^-N- (4~^^;i/-2 

-5^7'»/u;^;P7*n;w 75/] -4, s--j^)vy^./^^)Vi 
sea*** 

(117) 3-^PD-4- [2- [N — f V7>Jl'-N- (4-^^;i^-2- 
^7^/UM^7*-J0 757] -4, 5-^f;i/7x/^>^^] 

10 £A«L 

(118) 3-^DD-4- [2- [N — f y7°n tf;w— N — (4-/5^-2 

(119) 4- [2- [N — rvynt°;P-N- (4-^^-2-f7yj^ 

15 x;i/:7*-;io 757] -4, 5 -^^xy+y^?;!/] sfcAMk 

(120) 4- [2- [n — rv^;u-N- (4-^^;|/-2-^TVU;VX 
)V7*-)V) 75/] -4, s-^pWl^x/^Sot?^] g?A»fe, 

(121) 4- [2- [N — TV^;i/-N- (4-^^-2-?7yj;i/7 

75/] -4-^dd-5-^;V7x/^^W Sj&H, 

20 (122) 3-^^/1/- 4- [2- [N— TV^;i/-N- (4-/3^-2- 
?7^/'J;W;i'7t~JW 75/] -5-h'J7MD^?;i/7x7^ 

(123) 3-^nn-4- [2- [N— fy^V-N- (4-^^-2- 
^7yU;^/P7^— )V) 75/] -5-h'J7MD^^7x/^ 

25 m&m. 

(124) 3 -/^;U-4- [2- [N — rV^Dtf/P-N- (4-^^-2 
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-^t^u;vx;K7*-;» 75/] -4, 5 -v^^y 

(125) 3-/^-4- [2- [N—ryy^-N- U-^)V~2~ 

rTWJWV7*-M /a;] -4, B-s^^^y^/*^*^] 

(126) 4- [2- cn — ryy^yp-N- 

)V7-*-)V) 757] -4-^^;V- 5-^nn^ai7^->^^] i&feS^ 

(127) 3 -7^;i/-4- [2- CN— <V^;l/-N- (4-^^-2- 
?7yUM^7t^) 75/] -4-^Jl/-5-^DD7x/^ 

10 =p;w mmk, 

(128) 3-^^;i/~4- [2- [N — fV^;W-N- (4-^^-2- 
f7^'JM^7t-;W 75/] -4-^DD-5-^7i/^y/ 

(129) N- [4-^nn-5-^JI/-2- [2-/3MI/-4- (5-^h 
15 ^V*U;K> 7x-JMW^y] 7i-Jl/] -N — ryy^;p- (4-/ 

2 -f7^/u;w x;i/7tnji'75 h\ 

(130) N— [4-7DD-5-^^-2- [4- (5-rh77'j;W 7 

^-^■^/^^j 73L~M -N — r V^Dtf;i/- (4~/^;i/-2- 

20 (131) 4- [2- [N-<V^;i/-N- (4-/^-2-WJ;i/X 

;i/y 75/] -4, 5 -^/^^a:/^^/^;^] g&at, 

(132) N- [4-hU7MD^?;P-2- [2-/^-4- (5 -^h 

7x-JMm^'>] yx-;i/] -N-^fV7'nt:;i/- (4- 
/^;P- 2 -^ryu;i/) x^^-^75 f> 

25 (133) N- [4-hU7MD/^-2- [2-/^;i/-4- (5~^h 

^yu;w 7^n;i//^;p^->] y:r-;!/3 -n— rv7*^- (4-/ 
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(134) 3-?UU-4~ [2— [N — fV^^-N- (4-pWI/-2- 
?7^/UJI/XJk7t-Jl/) 757] -4, 5 -z?*^)V7^J ^^^M 

5 (135) N- [4, 5-5^^P;|/-2- [2-^^-4- (S-^h^^U 

(136) N- [4, 5-^;*^;l/-2- [2-^^1—4- (5~^h^V*U 

10 -2-?77'j;i/) x;P7*-;i/75 h\ 

(137) N- [4, 5->^^-2- [4- ( 5 h 5^_/U ;W y 

^^;w^->] yai-;i/] -n-^v^dwi/- (4-*^;u- 2 -^tv* 

(138) N— 14, 5-z?*^)V-2- [4- ( 5 — h ^V* U ;i/) 7x^ 
15 *^)V7f*^ y^~)Vl -N-i'V^- (4-^^-2-5 1 7yu 

)V) X^7t^75 H\ 

(139) N- [4-^no-5-^fJl/- 2 - [4- ( 5 h ^y*U ;W ~7 
^-Jl^JUtt^l 7x~JH -N-^y7°Pt!jV- (4-^^;i/- 2- 
f77'JiW XJP7t-;P75 F\ 

20 (140) N- [4-i7nn - 5 2 - [4- (5-^h^yj;W 7 
xJ^M?^:*^] 7x™J!/] -N-^77^;i/- (4-^^-2-^ 

yyu;w x^7t-Ji/75 h\ 

(141) N- [4-7nn-5-^;i/-2- [4- (5-^V-l, 2, 
4-^-^it> ? Tl/-;i/-3-^;i/) 7i^WfJl/^'>] 7i-JH -N 

25 -^77*^- (4-^^-2-WJiW X^7t^V7$F, 

(142) N— [4-7np-5-W-2- [2-^^-4- (5-^ 
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(143) 3-.* h^v—4- [2- [N — T V^;i/-N- (4-^^-2 
5 -f7yj;^7t^)75;]-4, 5-^^7x/^^] 

(144) N- [4, 5 -v?*^- 2- [ 2 -pt^- 4 - (5-^y-l, 

-N—f y^pbf;!/- (4-^^-2-?7^u;w x;P7t^75 h% 

10 (145) N- [4, 5-i?^^;i/-2- [2-^5^;i/-4- 

2, 4-^-y-$?ri/-;i/-3— f;w 7xr;w^t*'>] 7i-;w 
-n — ryy>;p- (4-^^-2-?7^/u;w 7^7*^75 k 

(146) N— [4, 5-5**^-2- [4- (5-^V-l, 2, 4-:* 

^^7i/-;p-3-^f;i/) y^-jv^frttss] y^-)vi -n — ry 
15 y°u\±)v- (4-^^;!/-2-?7yu;0 x;i/y^^T5h\ 

(147) N- [4, 5-^*^;l/-2- C4- (5-^y-l, 2, 4~^- 

^7V-;H3-<;w yac-;i/^^;i/^^>] 7x~jw -n — r y 
(4-^f;i/-2-?7^>j;w x;wy*n;vTS b\ 

(148) N- [4, 5-^^;P-2- [2-*h=^>-4- (5-r^y- 
20 1, 2, 4-tW77-^-3-<;W 7x-;^5 1 ;m->] 7i- 

;W -n— ryy°pk°;u- (4-^^-2-?77u;W ;*;p:73-=:;Kr 

(149) N- [4, 5-^^-2- [2-^h^>—4- (5-^h^y 

u;W 7i-jw^-/] 7x-;!/] -n — fy^nt?^- (4-^^ 

25 ;i/-2-f7y'j;W X^7t~^75 H, 

(150) 4- [6- [N— fV^-N- (4-^^- 2-^Ty'U;^ 
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(151) 4- [6- [N — f V^fJIz-N- (4-^5 1 JI/-2-?7yjM 

(152) 3-p<^;i/-4- [6- [N — rV^;l/-N- (4-^^1—2- 

5 ^r\/u;i/x;i/^*^;i/) 757] -r >^>- 5 j^^^jvi ft* 

(153) 3-^5^;i/-4- [6- [N — fV^-N- (4-^^;k-2- 

^T^u^x;i/^^-n;i,) r^y] -f >^>- 5 — f ;i/;r^>;*^;i/} ^ 

10 (154) 3 -75P;i/-4- [2- [N- (2-^^;i/-2-7°n^-;p) -n 

- (4-^^;i/-2-5 i T\/U;i'X;^7^-;0 75;] -4-^nn-s 

(155) 4- [2- [N- (2-^^;i/-2--7 0 D^Zi;i/) — N— (4-^3=- 

(156) 3 -7^;i/-4- [2- [N- (2-^)1- 2-7°U^~)\s) -N 

- (4-^^-2-^7i/u;kx;i/7^-;w 7$;] -4, 5-^^^ 
;i/^x/^>/^^;w ft*«&, 

(157) 3-*^;V-4- [6- [N — rV7 s Dh°;l/-N- (2-^T^/U;{/ 

20 x;i/7*n;i/) 75;] -r>^>-5 — ov^zy^M ftj&#m, 

(158) 3-^^-4- [6- [N-f77^-N- i2~^TV^))V7. 

jpy^-ji) 7$/] -r>^>- 5— -r ;v^->^^;w ft*s«, 

(159) 3 4- [6- [n— r- vt/afcf^-N- (4-*^;i/-2 
-^rv*u;^x;i/^^--;i/) 7$;] -f s ~^)V^r^^)V\ ft 

25 SLWSt* 

(160) 4- [6- [N-- fyyntf;i/-N- (2-<?TW)V7.)V7*~)V) 
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(160 4- [6- [n — rv^;i/-N- (2-^Ti/u;i^x;i/y*-;0 

(162) 4-16- CN--ry^Dfcf;t/-N- (4-^^- 2-wy;p 
5 7,)Vy-*~)V) 75/] -i>&>-5-' tJV**zs*7)V\ 3?Jft#Bt 

(163) 4- [6- [N-^fyyntf^-N- (4-^fJl/-2-?jyiJJl/ 

xj]s7*~ji) 75/] >^>- 5 --f;M-^->^;i/] s&ii, 

(164) 3-^^-4- [6- [N— <V^Dfcf;l/-N- (4-*5P;P-2 

-^T^/u;i/x;P7^-n;w 75/] -f>y>-5-^M^wi 

10 

(165) 4- [2- [n— rv^D^-N- (2-^ryy;px;w^^n;w 

757] -4, 5-^^7x7^^^] ftJ&#M» 

(166) 4- [2- [N— - TV^;P-N- (2-5 : 7 , /U^7^-;i/) 

75/] -4, 5-^y^;^x/^>-^^;w 

15 (167) 4- [2- [N — f Vy°nif;p— N— (2-f7y'JMJP7^-Jl/) 

75/] -4 S s-i^^y^/^v-*^;!/] 

(168) 4- [2- cn — rv^;i/-N- (2 -^7yu;ux;uy *-;!✓) 

75/] -4, 5-^^7x/+^^5 1 ;W 

069) 4- [6- cn— <yr/Dtr;p-N- (2-^Ty*u;ux;^^-;p) 

20 75/] < >^>-5— -ifrtt*s*?-)v\ m&m* 

(170) 4- [6- [N--ryy^;i/-N- (2-f7yu;^7*r» 

75/] -f >y>-5— r;^=¥s^^^;w meat 

(170 3-*^jv-4- [2- [N--f yy°nt D ;i/-N- (2-^ryu;i/ 

7,)V7*~)V) 75/] -4, 5-^^Wi/^^fjl/] ^J&flfe, 
25 (172) 3 -^^-4- [2- [N-fV^-N- (2-f7»/U^ 

;i/y^-n/W 75/] -4, 5 -^/^yac/^/^p;!/] 3£j&#gk 
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(173) 3-*9*)V-4- [2- [N — (V7u\£)l-N- (2-^TW)V 

?,)vy*-)V) 75/] -4, 5-y^fji/7i/^y^?;w m&m. 

(174) 3 -y^p;i/-4- [2- [n — r vy>;i/-N- (2-^tvu;wx 

75/] -4, 5 -y^^7x/*y^^H S£K> 
5 (175) 3-^^-4- [6- [N--f yyntf;V-N- (2-?7V*'J;i/ 

(176) z-^)V-4~ 16- [N--rv^;p-N- (2-^/';;^ 
;py^--;W 75/] -r>^>- 5 — <;i/^e/^^;H iM, 

(177) 4- [3- [N — <V7*^-N- (4 - ;>W^- 2 -fP7 V U/l/X 
10 )U7*-)V) 75/3 ^-^^l/>-2— -DVOr^^M &Bmms 

(178) 4- [3- [N — fV^ntf^-N- (4-^f;i/-2-WJ^ 

(179) 4- [3- CN-- ry^;v-N- (4-^^;i/-2-^TV , u;wx 
)\,7*—)V) 757] ^-y^i/>- 2— f;M-^*M/] -3-^9=-;!/^ 

15 

(180) 4- [3- [N — TV7°ntf;P-N~ [2- (4 ~^)V^TV V)V> 
7.)Vy*~M 75/] ^-y^l/>-2— -ifrttl/^M -3 

(181) 4- [3- [N— fV7Y;V-N- (4 - 2 -f7V U ;i-X 
20 )V7*~)V) 75/] ^-^^l/>-2-</^^>'^^/W 

(182) 4- [3- [N — TV:/ntf;k-N- (4-^fJl/-2-f7yj^ 
X)V7*~)V) 75/] ^-7^l/>-2-^;i/^S/^^W S&M, 

(183) 4- [4, 5-^/>^;l/-2- [N-/^;l/-N- (4-/>^;V-2 

-?-7 s jV)\>7.)\<7*-)V) 75/3 y^/^v-^wKi -3-/^;^m 
25 mm, 

(184) 4- [4, 5-^/.^;i/-2- [N-X^-N- (4-*^)V-2 
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(185) 4- [4, 5-^^^;P-2- [N-7°Ptf;i/-N- (4-*^- 

2-^T^/U;vx;p^^-n;i/) 75/3 y^/^^)V] 

(186) 4- [4, 5-^^-2- [N- (2-7"n^) -N- (4 

(187) 4- [4, 5-> ? ^^/l^-2- [N-^^D7°Dk!^p<^-N- (4 
10 -*^)V-2-^TW)V7.)V7*~)V) 75/] :7oc/^>/^;K] -3 

(188) 4- [4, 5->>/3^-2- [N- (2-kHD + y-2-^f;l, 
^DffJW -N- (4-^fiK2-f7y'J^X;l/7t-;l/) 75/] 7 

15 (189) 4- [6- [N- (2-/^-2-7°D^-;i/) -N- (4-;*^- 
)V-2-^7W)V7s)V7*~)V) 75/] -f >^>- 5 — OVttSs*?- 

(190) 4- [6- CN- (4-^^)V-2-9-rVVJl7,JV7^=i)l) — N 

- (2-t°d^;w 75/] -r >^>-5— r;i/^~>^^;w 

20 (191) 4- E6- [N-->^D^*Dtf;M^-N- (4-^^-2-5=- 

7yjM;i/7tzjw 75/] -t>^>-5— oitti/^jvi ^mm 

(192) 4- [3- [N — TV^>;i/-N- [2- (4 -*<?))r?7V VM 
7,)\r7*-)V\ 75/] ^-^^l/>-2— OV-t^i/^M &Mm&. 
25 (193) 4- [3- CN-- rV7°Dfc D ;V-N- (4 -/5^;i/- 2 -?77'JJP 

x;p^^-^;i/> 75/] ^-y^i/>-2-^;i/^->^^] -3-^^;^ 
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(194) 4- [6- [N-X^;P-N- (4-^^)V~2-^TVV)VXJVy 

(195) 4- [6- [N- (4-^?Jl/-2-?Tyj;i'XJl/7tnJk) -N 

(196) 4- [6- [N-.tWV-N- {A-^)V~2~^-TV^)V7,)Vy 

*x;w -f >^>-5~- r;^^^y^;w 

(197) 3-^^;P-4- [6- [N-^^;V-N- 

10 (198) 4- [6- cn-x^w-n- (4 2 -^TVU;vx;|/^ 
^-x;w t^/j >r>^>-5— i)v^^^)vi -s-^jvn&m* 

(199) 3-^^;v-4- [6- CN- (2-^f;i/-2-ya^-;W -N 

- (4-^fjv-2-wjM;i/7t-;i/) rs/] <>^>-5 — r 

15 (200) 4- [6- [N-^D^ntf^^-N- (4-^^-2-^ 
7^'J^XJl/7*-JW 757] -f>^>-5 — tM^^)V\ -3 — 

(201) 3-*^)V-4- C6- EN- (4 ~^)V- 2 ~^TV VJVX)U7 

=*x;i/) -N- (2 - ^°n^-;i/) 7$;] <>^>- 5 — r;M-4^>*^ 
20 ;w 

(202) 4- [6- [N- (2-fcHP^^-2-^^yntr;P) — N— (4 

(203) 3 -^5^;i/-4- [6- [N— (4-^fJl/-2-?7y>JJ^Jl'7 

25 ^x;w -N-7°Dk°;i/T5y] -r>^>-5 — r;i^^>*5P;i/] j&fen, 

(204) 4- [6- [N- (2-t Fn^->-2-*5P;k7°ntf;V) — N— (4 
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(205) 4- [2- [N — -f y^JV-N- ( 2 - fcf U sf-n;!/) T 

5 (206) 4- [2- [N-fV^Jk-N- ( 3 - fc° U *J)\s7,)Vy * T 
(207) 3 -^DD-4- [2- [N— <y^Dtf^-N- (2-tfU^X 

;i/^^n;i/) -4-^dd-5-^^7x;^5 : ;h &mm 

10 (208) 3 -^^-4- [2- [N-- ry^^-N- ( 2 - tfU ^)V7,)V 

y*-j]s) 75/] -4-/7nn-5-^^;P^3iy^^^^;W ^mmm. 

(209) 3-;*rP;i/-4- [2- [N — f V^^iP-N- ( 3 - tf U z?)V7,)V 

(210) 3-^^;P-4- [2- [N— <V7^-N- ( 2 - tf u 

(211) N- [4-hU^;^n^5^;i/-2- [4- (5-Srh5l/U;i') !7 

(212) N— [4-HJ7MP^^-2- [4- (5 —5* h9V*U;W 7 

20 xj^^wm-^S'] :?x-;i/| -n — rv^;i/-s-tfu^;wx;i/^^ 

-jl/7^ h\ 

(213) 4- [2- [N — <y^;^-N- (3-\dV^XJPy^=iM T 

5/] -4-^-5-^nn7i/^^] 5fcJS«k 

(214) 3-^DD-4- [2- [N — f y y*f-)V— N — (3-fcfU$WXH/ 
25 y*~)V) 75/3 -4-^-5-;7nn7x/^^] 3fcJ&#Sk 

(215) 3-^.^-4- [2- [N — f y y*^)]/— N — (2-tfU>VkX;P 
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(216) 3-/h=^>-4- [2- [N-i'VW-N- ( 2 - tf U 

75/] -4, 5 -z?*^)V7^; <£Wmm, 

(217) 3-^b^>-4- [2- [N-^V7*^-N- (3-tfUvUPX 

5 )V7*~)V) 75/] -4, 5-^^;i/^^y^$x^^;w 

(218) 3-/3^1—4- [2- [N-^77f^-N- ( 3 - h° U i^PTUP 

y*~)V) 75/] -4, 5-^^;^^y^s/y^;i/] 

(219) 3-/3^-4- C2- [N — fV^;i/-N- ( 2 - fc° U i?)VX)l 

•7at~)V) 75/] -4, 5 -i>^^)vyx.y^^M &Mmwt* 

10 (220) N- [4- hij7JVtn^^I/-2- [4- ( 5 h ;P) 7 

^zdv^^^i y - n — rv7°D tf 2 - tf u >>;px;p:7 

(221) N- [4-HJ -7)V-*U*^)V-2- [4- ( 5 h U ;P) 7 

^-)v^)v^^i 7zl~)V\ -n— rv^;w-2-tf u^x;^^- 
15 ~;i/75 h\ 

(222) 3-/3VI/-4- [2- [N — fV^^P-N- ( 3 - t!U ¥)VX)V 
70r~)V) 757] -4-^-5-^0071/^^3 3£JBL#II, 

(223) 4- [2- [N-<V7fJl/-N- (2 - fcf U z?)V7,)V7 7 

5/] -4, 5-^^7x/+^^;w sm«> 

20 (224) N- [4-hU7Mn^-2- [4- (5-^V-l, 2, 
4-tW7^/-;i/-3-<JW 7x-;Wfm'>] 7i^] -N 
-< r 2 - k°U yJ!/7JP7t-il/75 H, 

(225) 4- [2- [N-- f 77nif;HN- (2 -fc!U *J)V7,)V7 *~)V) 
75/] -4-/3VP-5-^nn:7:r/^;*5P/W fefeBI, 
25 (226) 3-/3^-4- [2- [N— rV^^P-N- ( 2 - t!U z?)V7,)V 
7*~)V) 75/] -4-^-5-7PP7x/^f;P] 
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(227) 3 -^)1-4- [2- [N— - TV^^-N- (2 -tf V 
7*-;],) 75-7] -4, 5 -y^Wxy^y/^] &&Bt 

(228) 4- [2- [N — f Vt/^U—N— ( 3 - t?U PfrXfry y 
57] -4, 5 -^^1/7x7^^^] S^m, 

5 (229) 3 -^^;k-4- [2- [N--fV7*^-N- ( 3 - fcf U 

7*-)V) r^y] -4, s-^^^i/^^y^v-^^W *£&m, 

(230) N- [4-hU7MP^^-2- [ 2 -y^k- 4 - (5-^h 

y s J*))V) 7xnjw^my] :7;n-;Kl -n— Yv^d 2 - 1! 
10 (231) 3-^DP-4- [2- [N — fVt/^-N- ( 3 - h° U ^;K*^ 

y*~)U) 7^7] -4, 5-^pt^;p^aiy^^y^;W a&M, 

(232) N— [4, 5->^5P;i/-2- [2-;*=P;y-4- (5-^h^V'U 

M y^-jv^^)v^~>i 7i^jw -n — rv^;i/-2-tfu^;^ 

15 (233) N- [4, 5->?^^;i,-2- [2-y^;i/-4- (5-rh7VU 
)V) 7xZJV^fM^y] — N— -f V7^JV- 3 — tf U S/JVys 

;i/7*-jV75 b\ 

(234) N- 5-^^)1-2- [4- ( 5 h ;i/) 7 

y^-Jll -N— TV^;i/- 3-tf U e^lOSJl^ 

20 H, 

(235) N- [4, 5-^^;i/-2- [2-7PP-4- (5-^h^V'U 

(236) N— [4, 5-^^;l/-2- [2-7DD-4- (5-^h^^U 

25 ;w) ^^n^^^v^v-] 77x~;i/] -N— rv^Db°;y-3-tf u$^;v 
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(237) N- [4, 5 -*?*^)]/~- 2 - [2-^Dn-4- 

(238) 3-PWP-4- [2- [N-fV^P-N- ( 3 - tf U -J)V^)V 

(239) N- [4, 5-e^5F;V- 2- [4- (5-7h?yU;W 7x^ 
^?M^^3 7xr;v] -n~- ryyntf;^- 2-fcf 

(240) N- [4, 5->>;*^;i/-2- [4- (5— xh^/U;W :7xn;P 
10 ^^;^^r~>] 7x.~)V\ -N — tV7?-)V-2-\d*)z?)V7.)V7*~)V7 

(241) N- [4, 5-^*3^-2- [4- ( 5 — r h ^ VU;!/) 7 
^)Vt^1 7x-JW -H~^V^)V-3-^)-J)V7,)V7^^)VT 

15 (242) 3 -^nn-4- [2- [N — rV^^V—N- ( 3 - fcfU &)V7.)V 
7 0c~)V) 757] - 5 - h U 7;i/tD^^7x7*^5 : ;W S&m, 
(243) N- C4-^nn-5-^^;v-2- [2-^^;v-4- (5-^h 
7*/u;W 7xz;wm+'>] 7x-;n -N-- f y^ntf;!/- 2-tf 

20 (244) N- [4-^DD-5-^-2- [2-^^-4- (5-^h 

(245) N— [4, 5-v?^^;i/-2- [2-^;t/-4- (5-^V-l, 
2, A-ttWTV-fr-Z—OV) 7x-JMf M*y] 7xr.;W 

(246) N~ [4, 5-^^;V-2- 12-^)V-A- (5-^V-l, 
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2, 4-ttWT*S-)V-3-'()V) ^jc^M^M*^] 7^~)V} 

-N--f vy^)V- 3 -if u ^;vx;i/^^n;wT5 

(247) N- [4, 5-$>;WP-2- [2-*h=^>-4- (5— x-l-^y* 

(248) N— [4, 5-^^^;U-2- [ 2 ~* h^Fv— 4 - 

(249) N- [4, 5-^^.^;i/-2- [2-*h^r->-4- (5-^y- 

io l, 2, 4-tW7y-il/-3-<JW r7x-;j,^;M-^>] y^- 
)V\ -n — fy^;i^-2-if ijs?m;P7*-;p75 h, &«fctf 

(250) N— [4, 5->>^=F;i/-2- [2-^h3^>-4- (5-^y- 
1, 2, 4-tW77-;V-3--r;i/) 7xZJM?;Pt^>'] :7x- 

;w -n — r y^nt!;i/-2~tfu> ? ;i'x;^^n;i'T5 f 

— (I A) (IK) TasSnS^flsfrtt*, feot«L^E 

1) 6- [ (2S, 3S) -3- (4-^nn-2-^Wx^;i/7 
*~)\>T5LS *^)V) -M-^tfU [2. 2. 2] 0r99>-2-'()V\ -5 

20 z-^-fe>at (OT^i&AtPesB'rs. ) > 

2) 4- [2- [N— <V7*Dlf;i/-N- (5-^^-2-7<J^7 

75/] — 5 — hU ^^n^^^oc/^r^^^;!/] (£* 

fc-a#» B £ H§sBT -5 o ) , 

3) 4- [2- (N-f 7 7f ^- 2 - 7 7^1/7^7 t-Jl/7$ 7) -5 

25 - KU^;i/^a^^;i/yxy^>^?;W^^(^T^#fC^B§iB"rs„)> 

4) 4- [2- [N-<y7^-N- (5-^-2-7'J^X;P7* 
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5) 3~^)V-4- [2- [N— rV^;l/-N- (5-^^-2-^7 
V)VW7*=.J\,) 75/] -4, 5— S?*^? x/ 3^*^;!/] 

6) 4- [6- [N — TV^;l/-N- (5-^-2-7'JJl/X^7^ 

7) 3-^^;U-4- [6- [N-fV^-N- (4- *^JU- 

8) 4- [4, 5->^^;P-2- [N- ( 5 - *^)V- 2 - 7 U )V7,)V7 
15 9) 4- [5- h^y)V^U^)V-2- [N — (5-^-2-7U^ 

-N-^V7°ab°^75y] 7x/^^f;n ft&m (£AT 
fb-a-ti J <i:IH§fB-r§o ) 

10) 4- [6- [N-~f V^^-N- (4-^f;i/-2-5 : 7^<J^ 

20 x;p-7^-^i;v) 75;] -f >^>-5 — r;^^5/^^;W sfcja#Bi (£AT 

^<»Af4 EP878465 ^CD|£»ij 2 c fcl|B*<*n'0>5. 
{b-&4&C^W098/27053#©^J6Ml 8 (9) fc|B<R$tlT^S. 

ffrgrt&B, fb-atrD, {b£r#jE, fb^F, {b-a-#fG. ik^mn. fc&m 

25 j ^^rWb^Ktt-HR^ (ik) fc^snsfls-a-^ass. dnso-fta 

fcffck (IB) fcfe«&£ft*J&t, **«I^:«KgW:WO98/27053 ^fcHW 
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^mmz^mt^ z\t\z£y, ■o-omcomm^zsx^rc^mizm^^z: 
10 Rfs&s-om* mm^^m* ttitt^oti, mmn^mnrnm 

^ (IA) , (IB), (IC)> (ID) > (IE), (IF), 
(IG) , (IH) 33«ktf (I J) #^1098/27053 
15 EP878465-S§\ W092/19617 W096/06822 W097/00863 W099/47497 

-Sf, WO00/20371 -*§\ W02001/19814 ^J:^W02001/19819 ■^■0JIH«tlB«ic© 

— x&t (ik) i?^$n^ft;#tf«, wo98/27053-^^tei&$n^ 
uT(D-%mz&iomm~tz>z.£&'-cg& 0 mmtzmmz 

20 ^Tte^drTSo 

ISM*, RttCl~4 7^Mgfct, T f HhU^;^D^^>X 

R : Cl~4 7MJk 
M s : * >>)V, 

25 T f 2 O : h U 7 )V^U * $ >X)V7* >M^KtJ> 
E t : X5^;k 
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TCDI : 1, 1* -tt$j)V&~)Vz?<1 5^V-;K 



gtfrrSES: (a) 
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JW&BfcWU fb£^B, ffc^D, ffc^E, -fb^Fv Yb^G, fb£- 

ib^B : l*i«!|2 (2) , ffrfrfcD : ^»J2 (6) , <ffr&%E : 

2, -fbHrt/F : jH»J2 (3 2) . fc&toG : mMM 2 (7 4) > fb1=r#JH : 
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mmws (30) , tt&mi -.mmmi, <t^K:mmm2 (7 n . 
mmmm 

—m^ (i a) ~ (ik) T*$n5{^w5oi©iiMT:t§ 

1 ) Psychopharmacology (1985) 85 : 367-370 & JcO? 

2) Prog. Neuro-Psychopharmacol. & Biol. Psychiat. 1987 Vol. 11, 659-671 

(i) -^vxommmmnk 

10 3 0 gif ©ddyilft-7>>XSrffiViT, (lOmg/kgftj 

Tail Suspension TEST System (^a-PKx>Xftgs Model NS- 
TST01-SS2) (Dyy&lzmtt. lil/fe. ^GD^<£> 1 0 ©Wffl&It 

stl 





^mmm cm 


mm* (%) 


Vehicle 


290±33 


0. 0 




202 ±20 


30±7* 




194±23 


35±8** 




212±20 


23±7* 




217±24 


27±8* 




185±36 


38 + 12* 




160 + 26 


47 + 9** 




206±35 


31 + 12* 



(* : p<0. 05. * * : p<0. 0U * * * : p<0. 001 vs. vehicle/Student <£> t 
20 $b£) 
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mm) 

(2) ^-/hco^M^H^ 
10 & &m-$£<D 7 S!i^f£ SD (IGS) 7^h&l m.T^MW<D7& U ;ME~cagf£ 
SttfettflfekagElK (F*3^19cm, i«£ 40cm<£>RiW ( (W) -a-Dt^X 
>X*fcSI) , 7jc^l7cm, 7Kffl23±l'C) 1 5^M«fc 0 ^fft 

ttMfKtt 1 0 B©!Oft©*TMU5J;tf 2 B S<Z>t£lfc© 1 Rfrlfflffrfc: 5 m 
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m2 



ft - yv ajl . 


M71 Krf h=ll 


Ho. tzj -1— 
(%) 


Vehicle 


236±14 


0±6 




112±15 


53 ±6*** 




163±21 


31 + 9 m 


\ it&®G 


193±13 


18±5* 




156±21 


35 ±9** 


fb&4fe j 


194+16 


20+7* 


ik&fyi k 


172±17 


29 ±7** 



(* : p<0. 05, * * : p<0. OK * * * : p<0. 001 vs. vehicle/Student CO t 

mm 
5 (mm) 

mm 

M%-i£, *mmfc^(DZht^T*&&4k&mA&£z$BCDm£m®i <ld 50 ) 
— jtsss (i a) 7>m (ik) T?m^n&fc&m$ifrte j £mmi$imt. e 

20 P ^^^bTftKfffl^lrrsOT, &5^£DTW/r?&5. 
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(i a) nm (ik) -v^n^it^m^tzLU. *<D&m&&& 
— fg:S; (ia) m(ik) T^^n^>{t:^ti^fe^n6>o#«fem«> 

10 (I A) 7bm (IK) £ftil<9l^J(D#ffl5^ 1 

IS^feJU -HKS; (I A) 7)1 (IK) T*$tl§ft^ll§^fcMt, f&CD 
15 i^J^t^LTfei^t, te©^J^I^#L, —JRjS; (I A) 

(ik) -e^$n^b^^^#UTfe^st)-r, ^n^no&ttm 

<*n?\ — jRsc (i a) 7bm (ik) T?^$ns^«©^Kr^«fcac/*fc 
«*.wr, (ia) bs (ik) t^nsEP^^i-xhcs 

25 yrs^^^tiita t/y^^^ati (snri cmm 
m±nh~>&<k&s)i'T}zu^v>mmfy&&mmM) , ssri (-to 
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$ 3 <mm. ~^~u^>^>mwm, NK^tam, =jmm^m. mm 

5 V&gsffiM, *X^XX^-izlfl^r!K -tnb^yftffim (5-HT 3 
ffiftMs 5-HT 4 KfinJ!l) , tDhn>fil (5-HT 4 M, 5-H 

T 1A f^»^) , mimmmmmm (cck-a« & a fmm* -^-u 

jmn, ax*u>mi, crf^d m 

10 &mvf&tiz>, 

M^itum 7J^7^7A, ^+h£aa, ^ij-v^a, 

U«7A> ^D^Tif^v-H, ^Xif/tA, h7^V/U, y^ifAA, 
^^^TifAA, 7)1&V?&* y;l/h^-kV\ 0 A. :/nv-fc:AA, ^^Srit- 
15 V'^A, ^'IfAA, n^if^x^K D7-if/1A^f»fSn5, 
*i5oSil/Tit mmHxl/h°>, n77^x?Jk ^DjEfM H, 

RD7x^7 5X JftST^D ^ U>, 7 >ir U X G-34586. MD-690276, 

FCE-20124, ^7^z;k RV-12309, S-1574, ^Dk'tX S»^>7 7 

^5h\ mm±)Vb?v>* or-6ik ^hu^x ^-^>if t°>, augy 
7 5^*y- ;k ^m^^-fe^x m-26-054, ith ; e^t5 l > < 

25 BMY-13805-U JMt^ D=Hr^>, MD-370503, BIMT-17, CP-93393, L-759274, 

lax-ioic fe£ifimvTt>nz>* 
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ssri (±ub->m3Rmmx)&frmmm) tutu, it$t7 6 u 

>> ti^7>75>, «ffll 1-^*7 I^>77r^'>X WY-45030. 

5 ir^>, LU-26-054, ^^D^-fe^>fj;a:^^e>tl^ 0 

y^-r-jy, 7°d^dM7^x ^n^y^y^x 7'da^uf-jk 

^>F-;k >7^D^iJ->?>, igMKX!/tf>, ifeBlv^n— 

CRF^ItbTH DPC-368, NBI-3404K NB 1-37582 
£ sffiitltlt SR-586UA, AJ-9677, KUL-7211, SB-418790, GW-427353, 
15 N-5984 ftiftft^fSnSo 

NK^IiiltbTft xXnfcf^>K MK-869, CP-12272K DNK-333, 
L-758298, NKP-608, SR-140333, TAK-637> CS-003 fc£fimbf£>tlZ> a 

NK^mmhVTit, +M/F^>F, 7V\°F*^>K DNK-333, CS-003 

25 fitT7°of u e,ns. 

fet3U>^i:bT^ 7-7t^A, XF5FUX h7^V/tA, ;*-> 
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iti?7x.~)V}±^)z?; *^)V*J-**V?>, 3^fb^X^E~^A, n-h 
5 iftfX mmtfD^\7°^>, m^-7°aH^U>, liTlf^^-JK Ml* 

3^fe>, ^fls-ry^ hntf^A, Hftix^^t:^^- K Jlffc^i/h 

m.mTM£v-a%. wot-? mac* mm^^^u 
20 A&^j&^tfsns. 

*;i/'><7AfeifC^i:LT«, <^A 0 5;k X^ai>?tf>, S^l/^TifA, 
x* ;u>? fc! n; vrtz? tf Elfim? S *i£ . 

^^y^)V. ^7^7^^ MCI-154, yD5 77K a^;i/^^ 
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T-fc°>, mm*>?>±bu>* mmbts^±bti>, u^^uf>, m 

i^x-fe Mx>, mm^r^ifv^-b, *&^nxk 0 n>7jtfDtK 
5 -iffc°>\ Si7^thDX M71fthaX tt^77yFx ^> 

NP>, ^D^> A .jtBHttTD-fehP>, »>7tf>DX RS-25259-197. 
"%-873> EGIS-3886, fflfc-Y ^-fe hD>, KC-9946, F-0930-RS> ^D^->-feU 

3A^fX"7HJ^X ^X>»7°'JF, t7hK^ LAS-17177, 
$ ;^+f tf mm?-? b U 7°^ >, VOWS h U 7°? >. ^Jft#gt U *f h U 
"7^>, *-ffc7K*Bfexl^hU^>, LAS-31416, 7K>»T5tftDH, 
VML-25K BMY-13805-K SiWJyuf>, Mfel'lf ^ £, 
15 tl§. 

>^hu:/K ^/t^j—F, z-203fc£#tsfewr&ns. 

ML-3000, ^*>;|/»^7iDX DUP-654. LDP-977 ^^J^WStlSo 
20 — (I A) (IK) T^^n§ffc;^iffiCDm^l©S*Jt«#fc 

— flftg (I A) (IK) •3^.6a«n*ffi*©2KJiCD'(fc'&i»ft 
25 —JRS: ( I A) 73?M ( I K) T^$n§^t©»j;»ySfc 
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^B^TfflV^— JRS: (I A) 7ZrS (IK) T^^tl^^t/SfeJWtl 

e>o#^'i4^, jrs^ (i a) 7!?s (ik) *vmznz>{k&mt.m(D 

fgjR* mmbm. &tttm, tmmmmz&vm 

io lmg^BioomgciHT, l s i m^6ifc®#Ngn$:# (gft: b< tt, 

15 -a-fe^^o 

— fiSS; (I A) 75M (IK) T^^n^^^^^^n&co^tt^ 

JKS; (IA) BKIK) T^$n^>ft:^-#fcbtecD^J©#ffl^|§ 
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wr* if* fsmmm. mm & u p - a © «t 5 &js§ 

fc£ ftffibK, x^y-;w fc^-W^n^o £<z>llj=»te, ^tt^^ra^ 
M^<DJ:-5fj:MS&^J, im8!U S^J, 38r«9, TO^^ 

20 ^FjSfett, #»m«ffl#fFfH 2, 868, 691 ^S^lpim 3, 095, 355 mzW b<fB 
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■ mmm. mm* ^m.nu ^mtm mz-tt. yzv-X) . m 

m^mm^zmmvxmm-r^ z\ t. %xi*z>o 

15 ^p^#cDfeftf)CD@#ia^%^^ urn* tiy^vm, am. mm. 

20 h, x, bHn^>'^Df;i't;i'P-x, ^ga-fe^n— x, 
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mwk?^ x.&/—m iz^mzn&o z.<Dm.mmt> ^mir^mm&, 
mzmmm. mmmo^temmnu -mm. mmm, ^mnu imm&is 

mmttt*^ ^nmi^ / jkm(D^mz^i)m^^n^xy 0 ]y-m^^ri^ o 
z.(Dmfcm^m&fc^mm!&mzmmt7\<.m-3- b u ^^<D^^t^m.mt. 

fcL M*.fc£^H#fFliS 2, 868, 691 ^<^^B 3, 095, 355 ^mmmizmi>< 

o (^imm) m&fo&o z\(D^^mmmts -zzizmmu mmnu % 
&-*m~rzm, mmm<Dm&i£r£}%mmz^xmw4kzn& e z\nz& 
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•frZtSL^M&fe. m?nu-fc;\s& (CDCl 3 ) £ffiv*T^£„ 



15 4- (2-nhn-4, s-^rP;^^/^^;*?^) -3-^^g?S 



r;i/n*>^ffl^iT, 2-™hp-4, 5 -^^^ii/^x/— ;i/ (4g) , 

N, N-^^fMM75 H (DMF, lOOmL) , (6.6 
20 g) *J;^4 - ^yJW^^^- 3 - ^^Itl^^XXf^ 
(6. 8g) ©§^«6 0t:Tl s^m^b/t. ft»U 

U K«U. «jBE**8U Tgeft&te*^rs#Sfc£-*& (7.22 



5 
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g) 

TLC : R f 0. 24 (n-'vHJ-> : MfcX3^=4 : 1) . 



4- (2--hP-4, 5-^^7x;*^fiW -3-*^JV& 
Ifi^^xXriV (7. 21 g ;##^!|l^^bfe 0 ) , WM (8 8mL) 
10 (8. 8m L) ©Sg^^5 0t;Tl^tfe. R^SEte**^ (6. 11 g) ' 

OOmL+lOOmL) SriD*., -fe^-i* F^^tSIbfe. W^JI^^ 
U ttllU MBEMIU Tf2«fii^^r-r^^Mt^ (4. 66g) £r#fc 0 
15 TLC : R f 0.51 (n — \%tf*> : »BfeX^;i/= 2 : 1) . 

##09 3 

3-^;i/-4- [2- [n- (5-^^;p-2-^u;px;^^^-x;>) y 
5/3 -4, 5-^?^7x/^>'/5 1 ;w ^ts«^f;i/xxf;p 




cooch 3 
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COOCH3 



4- (2-757-4, 5-^^7iy^^f;W -3-*^;i/^ 
Ift^?;i/XXr;i/ (6 3 2mg ;#tfl2^lfc. ) Ob°U> ? > (4 

5 H (4 9 0mg) §ITb> tltltT, lR#lfflat#bfc. 
WTSMMfrS* (8 7 5mg) 

TLC:Rf 0. 42 (n : WMtt)V= 2 : 1 ) „ 



3-j*^;V-4- [2- [N-^V^;i/-N- (5-^fJ|/-2-7U;V 

75;] -4, 5-^^^;i/^oiy^->^^;W 



3-^^-4- [2- [N— 2-yV)VX)V7*~)V) 
757] -4, 5-^7.^>'3iy^rv'^^;i/] $lSi^^XXfJK8 
7 0mg ;##M3TMbfco ) CDN, N-^^^;VTil hTS F (2m 



10 



rnmmi 
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L) Mfcilti'^A (l.37g) , 3yfc^V7*^)U (0. 36mL) 

i o owimmimvtcc Rj^m^^tmv. mwt^jp-K u om 
L + 4 0mD (DM^mzm^tdo mmm^mv, ?&su m&mmvtc. 

5 mmv, Tmmm^mt^mmit^m (8 5 smg) &#fc 0 

T L C : R f 0. 51 (n : Wm^)V= 2:1); 
NMR : «5 7. 87 (d, J = 8. 4 Hz, 1H), 7. 86 (s, 1H), 7. 38 (d, J = 8. 4 Hz, 
1H), 7.04 (s, 1H), 6.70 (m, 2H), 5.93 tin. 1H), 4.91 (brs, 2H), 3.92 (s, 
3H), 3.48 (m, 2H), 2.34 (s, 3H), 2.23 (s, 3H), 2.18 (s, 3H), 2.09 (s, 
10 3H), 0.90 (brs, 6H)„ 

z-*^)V-4- [2- [N-<y^;i/-N- (5-^^;p-2-^u;i- 



15 




3-^^;i/-4- [2- [N-^yy^^-N- (5-^g^;i/-2-r7U 
;^x;!/y^--;i/) ra=y] -4, 5 --J^)vy^y^y^M ^mmm. 

^fJI.XXfil' (8 5 0mg; »JlTlItfe„ ) <D^^it> (1 0 
mL) Wm\Z. 2 NTKBfcffc:*- h U # A7jc^W (2. 5mL) *5<^^^y— ;U (4 
20 mL) ^0^., MT3 0W#tL KJ^M^mz 2 Ni&M£#B^ 
@£mx^-7j< (3 0mL + 15mL) £#n*./fco #a®§^fe#U, 
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T L C : R f 0. 78 (^DO*;^ : *9S—)V : 7&= 8 : 2 : 0 . 2) ; 
5 NMR : 6 7. 94 (d, J = 7. 8 Hz, 1H), 7. 93 (s, 1H), 7. 44 (d. J = 7. 8 Hz, 
1H), 7.04 (s, 1H), 6.74-6.70 (in, 2H), 5.94 (dd, J = 3. 3, 0. 9 Hz, 1H), 
4.94. (br, 2H), 3.48 (d, J = 6. 6 Hz, 2H), 2.37 (s, 3H), 2.24 (s, 3 H). 
2. 19 (s, 3H), 2. 11 (s. 3H), 1. 68 (sep, J = 6. 6 Hz, 1H), 0. 91 (d, J = 6. 6 
Hz, 6H)„ 



mmM2 (1) ~^»J2 (12 4) 

mnmz (1) 

15 4- [2- [N — <V^;V-N- (5-^^-2-7'J^;i/7^) 



TLC:Rf 0.51 (n -*\tt> : ^X^;i/ : @»= 1 : 1 : 0 . 0 2) ; 
NMR : 5 7. 80 (d, J = 16. 2 Hz, 1H), 7. 59 (d, J = 8. 0 Hz, 2H), 7. 45 - 
■20 7.36 (m, 3H), 7.26 (dd, J = 8. 2, 1. 8 Hz, 1H), 7.18 (d, J = 1. 8 Hz, 1H), 
7.00 - 5.00 (br, 1H), 6.75 (d, J = 3. 4 Hz, 1H), 6.49 (d, J = 16. 2 Hz, 




10 
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1H), 5.98 (dq, J = 3. 4, 0.8 Hz, 1H), 5.05 (brs, 2H), 3.51 (d, J = 7. 4 
Hz, 2H), 2.16 (s, 3H), 1.75 - 1. 50 (in, 1H), 0.88 (d, J = 6. 8 Hz, 6H) n 

mmm2 (2) 




TLC : Rf 0. 44 {if p U7fr)V2± : J—)V= 9 : 1 ) ; 
NMR : <5 8. 16 (d, J = 8. 4 Hz, 2H), 7. 60 (d, J = 8. 4 Hz, 2H), 7. 21- 
10 7. 26 (m, 3H), 6. 84 (d, J = 3. 2 Hz, 1H), 6. 05 (m, 1H), 5. 21 (m, 2H), 4. 49 
(m, 1H), 2.33 (s, 3H), 1.10 (d, J = 6. 6 Hz, 6H)„ 

(3) 

- [ N — r V y^)v - N - ( 5 - * ?-)V- 2-yV )IX )l> y*~)V) 
-b-h^)y)V^ru^)Vy^/^^)V] ^MMWi 




CH 3 



TLC:Rf 0.46 (^DP#;i/A : — )V= 9 : 1) ; 

75 



mnM2 

4- [2 

15 r^yj 
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NMR : 6 8. 15 (d, J = 8. 6 Hz, 2H), 7. 46 (d, J = 8. 6 Hz, 2H), 7. 41 (m, 
1H), 7.29 (m, 1H), 7.18 (ra, 1H), 6.76 (d, J = 3. 4 Hz, 1H), 5.98 (m, 1H), 
5.10 (s, 2H), 3.51 (d, J = 6. 2 Hz, 2H), 2.16 (s, 3H), 1.64 (ra, 1H), 0.90 
(d, J = 6. 8 Hz, 6H) o 



mmmz (4) 

4- [2- [N— (Vy^)V-N- (5-^^-2-7'JJI/X;i/7*-Jl/) 



10 TLC : Rf 0. 30 n WfcJVJ* : * ? J — )V= 9 : 1 ) ; 

NMR : <5 8. 12 and 7. 46 (each d, J = 8. 1 Hz, each 2H), 7. 20 (s, 1H). 
6. 81-6. 75 (m, 2H), 6.01-5.98 (m, 1H), 5.12-4.98 (ra, 2H), 3.45 (d, J = 
7. 5 Hz, 2H), 2. 34 and 2.19 (each s, each 3H), 1.75-1. 59 (m, 1H), 0.91 
(d, J = 6. 9 Hz, 6H) o 

15 

mmm2 (5) 

4- [2- [N-^V7°Dtf;|/-N- (5-* : ?-)V-2-7V)V7,)V7*~ 

)V) 7^/] -4, 5-^^7xy^y^fji/] ^m#m 
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COOH 



TLC : R f 0. 38 (^DD*M : ;*^/-;i/=l 0:1); 
NMR : <5 8.12-8.09 On, 2H), 7.56 (d, J = 8. 4 Hz, 2H), 6.81 (s, 1H), 
6. 79 (d, J = 3. 3 Hz, 1H), 6. 75 (s, 1H), 6. 02 (dd, J = 3. 3, 1. 2 Hz, 1H), 
5 5.10 (s, 2H), 4.48 (m, 1H), 2.30 (s, 3H), 2.23 (s, 3H), 2.17 (s, 3H), 
1. 11 (d, J = 6. 6 Hz, 6H)„ 

mam 2 (6) 

4- [2- [N — TV^;P-N- (5-*^Jls-2-yV)]/X)l7*~)V) 

io 7$/] -4, 5-^^?;i/7xy^>^f;w ^Ifi 

^COOH 



TLC:Rf 0.38 p : pt^/— 1 0 : 1 ) ; 
NMR: 6 8.12-8.08 Cm, 2H), 7.42 (d, J = 8. 4 Hz, 2H), 7.03 (s, 1H), 
6. 71 (d, J = 3. 3 Hz, 1H). 6. 68 (s, 1H), 5. 92 (dd, J = 3. 3, 0. 9 Hz, 1H), 
15 5.00 (brs, 2H). 3. 52-3.46 (m, 2H), 2.22 (s, 3H), 2.18 (s, 3H), 2.13 (s, 
3H), 1.68 (m, 1H), 0.91 (d, J = 6. 6 Hz, 6H) D 
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mmm2 m 

[2- [n — rv^;w-N- ( 5-^5^-2 -:7 tut- 

mm 



TLC : Rf 0. 42 (^pn^PA : ^^7-Jk=9 : 1) ; 
NMR : <5 8.00-7.89 (m, 2H), 7.41 (d, J = 8. 4 Hz, 1H), 7.16 (s, 1H), 
6.95 (s, 1H), 6.74 (d, J = 3. 3 Hz, 1H), 5.96 (m, 1H), 4.94 (s, 2H), 3.47 
(d, J = 6. 3 Hz, 2H), 2.37 (s, 3H), 2.30 (s, 3H), 2.11 (s, 3H), 1.64 (m, 
10 1H), 0. 90 (d, J = 6. 6 Hz, 6H)„ 

mmm2 (8) 

3-^^-4- [2- [N-rv^-N- (5-^^;p-2-^u;i- 

7.)V7*~)V) 75/] -4-^nn- 5 - *^)V7 ^ / Sfejft 



5 




15 #m 
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TLC : R f 0. 58 {y nD*M : *&S—)V= 9 : 1 ) ; 
NMR : d 7. 96 (d. J = 7. 5 Hz, 1H), 7. 94 (s, 1H), 7. 47 (d, J = 7. 5 Hz, 
1H), 7. 20 (s, 1H), 6.81 (s, 1H), 6.77 (d, J = 3. 3 Hz, 1H), 6.03-5. 97 (m, 
IB), 4.99 (brs, 2H), 3.44 (d, J = 7. 5 Hz, 2H), 2.39 (s, 3H), 2.36 (s, 
5 3H), 2. 17 (s, 3H), 1. 75-1.60 On, 1H), 0.89 (d, J = 6. 6 Hz, 6H) 0 

mmm2 o> 

3-^PP-4- [2- [N — -f V^Jl'-N- (5-* s P)V-2-yV)\, 

10 




CH 3 



TLC : R f 0. 38 (^DD*M : J — ;i/= 9 : 1) ; 
NMR : 5 8. 13 (d, J = 1. 5 Hz, 1H), 8. 02 (dd. J = 8. 4, 1. 5 Hz, 1H), 7. 58 
(d, J = 8. 4 Hz, 1H), 7.15 (s, 1H), 6.94 (s, 1H), 6.76 (d, J = 3. 3 Hz, 
15 1H), 5.98 On, 1H), 5.25-4. 90 (br, 2H), 3.48 (d, J = 6. 6 Hz, 2H), 2.31 
(s, 3H), 2.16 (s, 3H), 1.64 (m, 1H), 0. 92 (d, J = 6. 6 Hz, 6H)„ 

mmM2 (1 0) 

3 _/7 Dn _ 4 _ [2 - [N — (V7°U\±)V-N- ( 5 2 - y U 
20 )V7s)Vy*~)V) -4-W-5-^nP7x/^5 : Jl'] ^ 
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TLC:Rf 0.38 P uft)V& : J — ;i/= 9 : 1 ) ; 
NMR : 5 8.12 (d, J = 1. 5 Hz, 1H). 8.07 (dd, J = 8. 4, 1. 5 Hz, 1H), 7.88 
(d, J = 8. 4 Hz, 1H), 6.99 (s, 1H), 6.95 (s, 1H), 6.85 (d, J = 3. 3 Hz, 
5 1H), 6. 06 On, 1H), 5. 20 (d, J = 14. 4 Hz, 1H), 5. 15 (d, J = 14. 4 Hz, 1H), 
4.48 (m, 1H), 2.33 (s. 3H), 2.30 (s, 3H), 1.11 (d, J = 6. 3 Hz, 3H), 1.09 
(d, J = 6. 3 Hz, 3H) 0 

mmm\2 u d 

10 3-^h^r^-4- [2- [N-<V7 0 Pk°;i/-N- {<$ - 2 -V 




TLC : R f 0. 49 na*M : J — ;V= 9 : 1 ) ; 
15 NMR : S 7. 78 (dd, J = 8. 1, 1. 5 Hz, 1H), 7. 76 (d, J = 1. 5 Hz, 1H), 7. 59 
(d, J = 1. 5 Hz, 1H), 7.01 (s, 1H), 6.96 (s, 1H), 6.83 (d, J = 3. 3 Hz, 
1H), 6.05- 6.00 (m, 1H), 5.11 (d, J = 14. 1 Hz, 1H), 5.07 (d, J = 14. 1 
Hz, 1H), 4. 55-4. 40(m. 1H), 3.94 (s, 3H), 2.30 (s, 3H), 2.29 (s, 3H), 1.12 
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(d. J = 6. 9 Hz, 6H) 0 

mnm2 (i 2) 
m 



TLC:Rf 0.44 nn*M : ^y-;V= 9 : 1 ) ; 
NMR : (5 7. 77 (dd, J = 8. 1, 1. 2 Hz, 1H), 7. 74 (d, J = 8. 1 Hz, 1H), 7. 58 
10 (d, J = 1.2 Hz, 1H), 6.84 (s, 1H), 6.81 (d, J = 3. 3 Hz, 1H), 6.78 (s, 
1H), 6.05- 6. 00 (m, 1H), 5.09 (s, 2H), 4. 60-4.40 (m, 1H), 3.94 (s, 3H), 
2.29 (s, 3H), 2.24 (s, 3H), 2.17 (s, 3H), 1.12 (d, J = 6. 9 Hz, 6H)„ 

mmm 2 (13) 

15 3-*h^>—4- [2- [N--fV7>;P-N- ( 5 2 - 7 U 
)V*)V7*~)V) 757] -4, 5 -&*<?)V7x.S ^^)V\ &M^M 





COOH 
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TLC : Rf 0.45 DH*M : *&S—)V= 9 : 1 ) ; 
NMR: 6 7.73 (dd, J = 8. 1, 1. 2 Hz, 1H), 7.58 (d, J = 1. 2 Hz, 1H), 7.40 
(d, J = 8. 1 Hz, 1H), 7.07 (s, 1H), 6.75-6.70 (m, 2H), 5. 95-5.90 (in, 1H), 
5.15-4.85 (m, 2H), 3.94 (s, 3H), 3.51 (br, 2H), 2.23 (s, 3H), 2.19 (s, 
5 3H), 2. 11 (s, 3H), 1.80-1.60 (m, 1H), 0.94 (br, 6H) D 

mMM2 (1 4) 

3-*h3^>-4- [ 2 - [N — -f V^7°P tf;i/— N— 2-y 
V)VX)Vy^-)V) 75/] -4-i'DD-5-^^7x;^5 : J|/] 

io ^mw 



TLC : R f 0. 46 (i7 an/KM : J — ;P= 9 : 1 ) ; 
NMR (DMS0-d B ) : 8 13.02 (s, 1H), 7.58-7.50 (ra, 3H), 7.24 (s, 1H), 6.98 
(s, 1H), 6. 94 (d, J = 3. 3 Hz, 1H), 6. 25 (m, 1H), 5. 10 (d, J = 13. 5 Hz, 
15 1H), 5.04 (d, J = 13. 5 Hz, 1H), 4.24 (m, 1H), 3.87 (s, 3H), 2.34 (s, 3H), 
2.27 (s, 3H), 0.99 (d, J = 6. 6 Hz, 3H), 0.98 (d, J = 6. 6 Hz, 3H) Q 

m&m2 (1 5) 

3-^Dn-4- [2- [N — fyy^-N- (5 -^)V~2--7^))V 

20 7,)Vy*=DV) T^/l -4, 5-^^^yx./^>^^jvi ^M^m 
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CI 



COOH 




H 3 C^> 
CH 3 



TLC:Rf 0.40 DD*M : ;l/= 9 : 1 ) ; 

NMR : 6 8.12 (d, J = 1. 8 Hz, 1H), 8.02 (dd, J = 8. 1, 1.8 Hz, 1H), 7.61 
(d, J = 8. 1 Hz, 1H), 7. 03 (s, 1H), 6. 75 (d, J = 3. 3 Hz, 1H), 6. 70 (s, 
5 1H), 5.96 On, 1H). 5.25-4. 85 (br, 2H), 3.50 (d, J = 6. 6 Hz, 2H), 2.24 
(s. 3H), 2.19 (s, 3H), 2.16 (s, 3H), 1.79 (m, 1H), 0.93 (d, J = 6. 6 Hz, 
6H) 0 

mmM2 (1 6) 
io 3-^mn-4- [2- [N--T vyntf;i/-N- 



TLC:Rf 0. 39 (^DD/j^kk : 9 : 1) ; 

NMR : <5 8. 11 (d, J = 1. 8 Hz, 1H), 8. 06 (dd, J = 8. 1, 1. 8 Hz, 1H), 7. 90 

15 (d, J = 8. 1 Hz, 1H), 6. 86-6. 80 On, 2H), 6. 75 (s, 1H), 6. 05 On, 1H), 5. 17 

(s, 2H), 4 51 (m, 1H), 2.32 (s, 3H), 2.25 (s. 3H), 2.18 (s, 3H). 1.12 
(d, J = 6. 6 Hz, 3H), 1. 11 (d, J = 6. 6 Hz, 3H)„ 
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mmm2 a d 

3 -^;i/-4- [2- [n— ivf^jv-N- (s-* : ?)V-2-'7V)V 



TLC:Rf 0. 37 (^DDiKM : *9 J— )V= 9 : 1) ; 
NMR (CD 3 0D) : <5 7.63 (d, J = 16. 2 Hz, 1H), 7.45 (s) and 7.44 (d, J = 
8. 1 Hz) total 2H, 7. 34 (d, J = 8. 1 Hz, 1H), 7. 17 (s, 1H), 7. 10 (s, 1H), 
10 6. 72 (d, J = 3. 3 Hz, 1H), 6. 50 (d, J = 16. 2 Hz, 1H), 6. 08 (dd, J = 3. 3, 
1. 2 Hz, 1H), 4. 98 (brs, 2H), 3. 44 (d, J = 6. 9 Hz, 2H), 2. 37 (s, 3H), 2. 35 
(s, 3H), 2.10 (s, 3H), 1.60 (ra, 1H), 0.87 (d, J = 6. 6 Hz, 6H)„ 

mmm\2 as) 

15 4- [2- [n— -ryypfcf;!/— n— (5-^^;i/-2-^u;i/x;!/^^n 
M 75/] -4-*^;P-5-^na:7:t/^>j*3VW 



5 R 
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TLC:Rf 0. 31 Pn$^A : J — ;i^= 9 : 1) ; 
NMR : 6 7. 73 (d, J = 15. 9 Hz, 1H), 7. 57 and 7. 49 (each d, J = 8. 1 Hz, 
each 2H), 6. 98 and 6. 92 (each s, each 1H), 6. 81 (d, J = 3. 3 Hz, 1H), 6. 46 
(d, J = 15. 9 Hz, 1H), 6. 03 (d, J = 3. 3 Hz, 1H), 5. 05 (s, 2H), 4. 50-4. 38 
5 (m, 1H), 2. 30 and 2. 28 (each s, each 3H), 1. 10 and 1. 09 (each d, J = 6. 6 
Hz, each 3H) 0 

mmm2 a 9) 

4- [2- [N-fV^-N- (5-*^)V-2-7V)] / X)\>-7*~)V) 



TLC:Rf 0.31 (t? P U&)V& : J — )V= 9 : 1 ) ; 
NMR : d 7. 77 (d, J = 15. 9 Hz, 1H), 7. 56 and 7. 35 (each d, J = 7. 8 Hz, 
each 2H), 7. 14 and 6. 92 (each s, each 1H), 6. 72 (d, J = 3. 6 Hz, 1H), 6. 47 
15 (d, J = 15. 9 Hz, 1H), 5. 95 (d, J = 3. 6 Hz, 1H), 5. 00-4. 88 On, 2H), 3. 52-3. 42 
(m, 2H), 2.29 and 2.13 (each s, each 3H), 1. 72-1. 60 (m, 1H),0. 90 (d, J 
= 6. 3 Hz, 6H) o 

mMM2 (2 0) 

20 4- [2- [N-^y^Dlf^-N- (5-^^-2-7'JW7*- 
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TLC:Rf 0. 39 (^□□^A:^^y-;l/=9 : 1) ; 
NMR : 6 7. 78 (d, J = 15. 9 Hz, 1H), 7. 57 (d, J = 8. 4 Hz, 2H), 7. 50 (d, 
J =8. 4 Hz, 2H), 6.80 (s, 1H), 6.79 (d, J = 3. 3 Hz, 1H), 6.76 (s, 1H), 
5 6.46 (d, J = 15.9 Hz, 1H), 6.01 (m, 1H), 5.06 (s, 2H), 4.47 (sept, J = 
6. 6 Hz. 1H), 2. 30 (s, 3H), 2. 23 (s, 3H), 2. 16 (s, 3H), 1. 11 and 1. 10 (each 
d, J = 6. 6 Hz, each 3H) „ 

mmm2 (2 d 

10 3-^;i/-4- [2- [n — r V7nfc!;i/-N- (5-^^;i/-2-^U 




TLC : R f 0. 42 (£7 n U-fc)\,2± : ^ ^ / -;^= 9 : 1 ) ; 
15 NMR (DMS0-d 6 ) : 6 12.36 (br s, 1H), 7.61-7.52 (m. 5H) f 7.38 (d, J = 
8.0 Hz, 1H), 7.24 (d, J = 8. 0 Hz, 1H), 6.96 (d, J = 3. 5 Hz, 1H), 6.54 
(d, J = 16. 0 Hz, 1H), 6. 28 (d, J = 3. 5 Hz, 1H), 5. 24 (d, J = 13. 0 Hz, 
1H), 5. 18 (d, J = 13. 0 Hz, 1H), 4. 26 (septet, J = 6. 5 Hz, 1H), 2. 35 (s, 
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3H), 2.30 (s. 3H), 0.97 (d, J = 6. 5 Hz, 6H) D 
mfaW2 (2 2) 

3-*^;i/-4- [2- [N— f yynt!;P-N- (5-^-2-7U 
5 )]sXJl>7*~)V) 75/] -4, 5-^^7x/^y^fJW 




TLC : R f 0.28 (n -^\^rit> : BftfcXfSH^ 1 : 1 ) ; 
NMR : 5 7. 97 (d, J = 7. 8 Hz, 1H), 7. 93 (s, 1H), 7. 65 (d, J = 7. 8 Hz, 
1H), 6.82 (s, 1H), 6.79 (d, J = 3. 3 Hz, 1H), 6.77 (s, 1H), 6.01 (dd, J 
10 =3.3. 1.2 Hz, 1H), 5. 08 (d, J = 13. 2 Hz, 1H), 5. 02 (d, J = 13. 2 Hz, 1H), 
4.47 (quin, J = 6. 6 Hz, 1H), 2.40 (s, 3H), 2.29 (s, 3H), 2.25 (s. 3H), 
2. 17 (s, 3H), 1. 11 (d, J = 6. 6 Hz, 6H) 0 

mnm 2 (23) 

15 3-^^)1-4- [2- [N — f yynkMl—N- (5-^-2-7'J 
)\<7.)l7*~)V) T57] -4, 5-^f;P7x;*^5 1 JW 




87 



WO 02/072145 



PCT/JP02/02359 



TLC : R f 0. 30 (n -*\*?*f-> : SfX^J^ 1 : 2) ; 
MS (FAB, Pos.) : 498 (M + H) + „ 

mmm2 (24) 

5 4- [2- [N-fV^-N- (5-^?Jl/-2-7'J;l/ 



H»J2 (2 5) 

4- [2- cn— -fv^;i/-N- (5-^5=-;i/-2-7U;Px;^^n;i/) 
r^y] -4, 5->?^^;p^aiy^>'^^;v] 



15 TLC : R f 0.47 iCf D Dsft^A : * $ J—)V= 9 : 1 ) ; 

NMR (DMS0-d 6 ) : <5 7. 69 (d, J = 8. 1 Hz, 2H), 7. 58 (d, J = 16. 2 Hz, 1H), 




TLC:Rf 0.26 (n -*\tt> : 1 : 2) 



MS (FAB, Pos. ) : 512 (M + H) + D 
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7.34 (d, J = 8. 1 Hz, 2H), 6.93 (s, 1H), 6.90 (s, 1H), 6.79 (d, J = 3. 3 

Hz, 1H), 6.54 (d, J = 16. 2 Hz, 1H), 6.13 On, 1H), 5.10-4.80 On, 2H), 3.40- 

3.20 On, 2H, covered with H 2 0 in DMS0-d 6 ), 2.18 (s, 3H), 2.11 (s, 3H), 

2.10 (s, 3H), 1.58-1.42 (m, 1H), 0.82 (d, J = 6. 6 Hz, 6H) C 

mmM2 (2 6) 

3-^h3^>-4- [2- [N--fy^;i/-N~ (5-*^;u-2-:7U 



TLC:Rf 0. 30 D Uifr)V& : J—)V= 9 : 1 ) ; 
NMR : d 7. 76 (d, J = 15. 9 Hz, 1H), 7. 30 (d, J = 8. 1 Hz, 1H), 7. 26 (s, 
1H), 7.20 (d, J = 8. 1 Hz, 1H), 7.04 (s, 1H), 6.96 (s, 1H), 6.72 (d, J 
= 3. 3 Hz, 1H), 6.46 (d, J = 15. 9 Hz, 1H), 6.00-5.90 On, 1H), 4.95 (brs, 
2H), 3.91 (s, 3H), 3.48 (brs, 2H), 2.29 (s, 3H), 2.13 (s, 3H), 1.75- 
1.60 On, 1H), 0.91 (brd, J = 6. 6 Hz, 6H) e 

mmm 2(27) 

4- [6- [N-l'y^-N- (5-*^Jl-2~7V)]sX)Vy#-)l) 




CH3 
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COOH 



CH 3 



TLC:Rf 0.45 p wfc)W* : S—)V= 9 : 1 ) ; 
NMR : 5 8. 11 (d, J = 8. 1 Hz. 2H), 7. 43 (d, J = 8. 1 Hz, 2H), 7. 12 (s, 
1H), 6. 77 (s, 1H), 6. 73 (d, J = 3. 3 Hz, 1H), 5. 94 (m, 1H), 5. 15-4. 85 (br, 
5 2H), 3. 60-3. 40 (br, 2H), 2. 86 (t, J = 7. 2 Hz, 4H), 2. 14 (s, 3H), 2. 13-2. 00 
(a, 2H), 1.68 (m, 1H), 1.02-0. 82 (br, 6H)„ 

mmm2 (2 8) 

4- [6- [N — TV ^fxi M)V— N — (5-*5SM/-2-:7U;K*;W:7;fr- 

^\ ^COOH 



TLC : Rf 0. 45 (^DD*M : ^^/-JV=9 : 1) ; 
NMR : d 8. 12 (d, J = 8. 4 Hz, 2H), 7. 57 (d, J = 8. 4 Hz, 2H), 6. 90 (s, 
1H), 6.83 (s, 1H), 6.81 (d, J = 3. 3 Hz, 1H), 6.02 (m, 1H), 5.17-5.05 (in, 
15 2H), 4.49 (m, 1H), 2.93-2.79 (m, 4H), 2.31 (s, 3H), 2.15-2.00 On, 2H), 
1. 12 (d, J = 6. 6 Hz, 3H), 1. 11 (d, J = 6. 6 Hz, 3H)„ 
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mmw2 (2 9) 

4- [7- [N-fV^V-N- (5-^^-2-7'j;i/X^7*-jW 
75/] -1, 2, 3, 4-fh7bHDt7^1/>-6-W^5 1 



5 




TLC : Rf 0. 45 (^DD*M : ;*^/ — ;V= 9 : 1) ; 
NMR : 5 8. 10 (d, J = 8. 1 Hz, 2H), 7. 42 (d, J = 8. 1 Hz, 2H), 6. 95 (s, 
1H), 6. 73 (d, J = 3. 3 Hz, 1H), 6. 57 (s, 1H), 5. 93 (ra, 1H), 5. 15-4. 82 (br, 
2H), 3. 48 (d, J = 7. 2 Hz, 2H), 2. 77-2. 60 On, 4H), 2. 13 (s, 3H), 1. 82-1. 60 
10 (m, 5H), 0. 92 (d, J = 6. 6 Hz, 6H)„ 

mMM2 (3 0) 

4- [7- [N-<yyPb°;i/-N- (5-^?JV-2-7UJl/XJl/7t- 
)V> 75/] -1, 2, 3, 4-fh7th'nt7^I/>-6 — f;i^^> 

15 gimm 




TLC : Rf 0. 45 (^UU^JVA : — ;i/= 9 : 1) ; 
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NMR : 5 8. 12 (d, J = 8. 4 Hz, 2H>, 7. 56 (d, J = 8. 4 Hz. 2H), 6. 80 (d, 
J = 3. 3 Hz, 1H), 6.74 (s, 1H), 6.64 (s, 1H), 6.02 (m, 1H), 5.16-5.04 (m, 
2H), 4.48 (m, 1H), 2.77-2. 58 (m, 4H), 2.30 (s, 3H), 1.82-1.69 (in, 4H), 
1. 12 (d, J = 6. 6 Hz, 3H), 1. 11 (d, J = 6. 6 Hz, 3H)„ 

5 

mmm2 o n 

3 4- [2- [n — rv:/=p;i/-N- (5-^^;i/-2-^u;i/ 

*)V7*—)V) 757] -4-^^;!/-5-^nD^ac7^->^;W ^ 
8£ 




TLC : R f 0. 30 P nafc^A : J— )V= 9 : 1 ) ; 
NMR (CD 3 0D) : 6 7.65 (d. J = 15. 9 Hz. 1H), 7.46 (s) and 7.44 (d, J = 
7. 8 Hz) total 2H, 7. 34 (d, J = 7. 8 Hz. 1H), 7. 18 (s, 1H), 7. 14 (s, 1H), 
6. 71 (d, J = 3. 3 Hz. 1H), 6. 50 (d, J = 15. 9 Hz. 1H), 6. 07 (dd. J = 3. 3. 
15 0.9 Hz, 1H). 4.95 Oil. 2H), 3.44 (d, J = 7. 5 Hz, 2H), 2.35 (s, 3H), 2.28 
(s. 3H), 2.09 (s. 3H), 1.61 (m, 1H), 0.87 (d, J = 6. 6 Hz, 6H) C 

nMM2 (3 2) 

4- [6- [N-<y^-N- (5-*^)V-2-7V)VX)V7*~)V) 
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^.COOH 



TLC:Rf 0.42 P : X?/— )V= 9 : 1 ) ; 

NMR : 5 7. 79 (d, J = 15. 9 Hz, 1H), 7. 55 (d, J = 8. 1 Hz, 2H), 7. 37 (d, 
J = 8.1 Hz, 2H), 7.11 (s, 1H), 6.78 (s, 1H). 6.71 (d, J = 3. 3 Hz, 1H), 
5 6.47 (d, J = 15.9 Hz, 1H), 5.93 (m, 1H), 5.10-4.80 (br, 2H), 3.60-3.40 
(br, 2H), 2.86 (t, J = 7. 5 Hz, 4H), 2.14 (s, 3H), 2.08 (m, 2H), 1. 68 (m, 
1H), 1.00-0.82 (br, 6H) e 

2 (33) 

io 3-^;t/-4- [6- [n — ry^;i/-N- (s-*^)v-2-7V)V 
7,)vy*~)V) ray] -r>^>-5— ov^r^^M m 



TLC : R f 0. 33 (^PD*M : ^^y-^=l 0 : 1) ; 
NMR(CDC1 3 + 1 drop of CD 3 0D) : 6 7. 89 (d, J = 8. 4 Hz, 1H), 7. 88 (s, 
15 1H), 7.39 (d, J = 8.4 Hz, 1H), 7.12 (s, 1H), 6.79 (s, 1H), 6.71 (d, J 
= 3.3 Hz, 1H), 5.94 (ra, 1H), 5.06-4.74 (m, 2H), 3.60-3.37 (m, 2H), 
2.92-2.82 (m, 4H), 2.34 (s, 3H), 2.17-2.03 (in, 2H), 2.10 (s, 3H), 1.69 
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On, 1H), 1.01-0.80 Ob, 6H) 0 
mMM2 (3 4) 

3 -p<^;i/- 4 - [6~ [N-- - f V^^-N- (5 2 -7VJ\s 

5 75;] -f >^>- 5 --r;i/^-^->^^;H e&m 

H 3 C \ ^\/-^.^ COOH 



TJL C : R f 0. 30 (57 p wfc)V& : 7 — )V= 1 0 : 1 ) ; 

NMR : <5 7. 78 (d, J = 15. 9 Hz, 1H), 7. 42-7. 36 (m, 3H), 7. 10 (s, 1H), 

6.80 (s, IH), 6.72 (d, J = 3. 3 Hz, IH), 6.46 (d, J = 15. 9 Hz, 1H), 5.94 

10 On, IH), 5.04-4.77 On, 2H), 3. 59-3.37 On, 2H), 2.91-2.82 On, 4H), 2.34 



6H) 0 

mMM2 (3 5) 

15 4- [2- [N— {2~^)V- -N- (5-^^-2 




(s, 3H), 2.14-2.05 (m, 2H), 2.12 (s, 3H), 1.68 On, IH), 1.00-0.82 On, 
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^^.COOH 



TLC : R f 0.42 (^nn*M : *&/-)U=l 0:1) ; 
NMR : 6 8. 11 (d, J = 8. 1 Hz, 2H), 7. 42 (d, J = 8. 1 Hz, 2H), 7. 02 (s, 
1H), 6. 74 (d, J = 3. 3 Hz, 1H), 6. 67 (s, 1H), 6. 00-5. 95 (m, 1H), 5. 00 (brs, 
2H), 4.77 (s, 2H), 4.26 (brs, 2H), 2.21 (s, 3H), 2.17 (s, 3H), 2.13 (s, 
3H), 1.78 (s, 3H)„ 

mmm 2 (36) 

4- [2- [N — fy^PDl/-N- (2-?7yjM^7*-jW 



TLC : R f 0. 58 (BM^JV) ; 

NMR (CD g 0D) : 6 8.03 (d, J = 8. 7 Hz, 2H), 7.92 (d, J = 3. 3 Hz, 1H), 
7. 82 (d, J = 3. 3 Hz, 1H), 7. 54 (d, J = 8. 4 Hz, 2H), 7. 43 (brs, 1H), 7. 37 
(d, J = 8. 1 Hz, 1H), 7. 30 (brd, J = 8. 1 Hz, 1H), 5. 23 (ABd, J = 12. 6 Hz) 
and 5. 14 (ABd, J = 12. 6 Hz) total 2H, 4. 64 (sept, J = 6. 9 Hz, 1H) , 1. 15 
(d, J = 6. 9 Hz) and 1. 14 (d, J = 6. 9 Hz) total 6H„ 




COOH 
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mmm2 (3 7) 



TLC : R f 0. 60 (»X?;V) ; 

NMR (CD 3 0D) : 6 8.02 (d, J = 8. 7 Hz, 2H), 7.74 (m, 2H), 7.52 (d, J = 
7.2 Hz, 1H), 7.38 (d, J = 8. 7 Hz) and 7.37 (s) total 3H, 7.32 (brd, J 
= 7. 2 Hz, 1H), 5. 02 (br, 2H), 3. 60 (brd, J = 7. 5 Hz, 2H), 1. 70-1. 58 (m, 
10 1H), 0. 92 (d, J = 6. 9 Hz, 6H)„ 

mMM2 (3 8) 

4- [2- [N — fV7'Dt>-N- (2-J-T"JV)VX)Vy*-)V) T$ 



TLC:Rf 0. 42 (^nn*M : ;V= 9 : 1) ; 

NMR (CD 3 0D) : d 7. 91 (d, J = 3 Hz, 1H), 7.81 (d, J = 3 Hz, 1H), 7.69 




COOH 
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(d, J = 15. 9 Hz, 1H), 7. 63 (d, J = 8. 4 Hz, 2H), 7. 48 (d, J = 8. 4 Hz, 2H), 
7. 42 (s, 1H), 7. 36 (d, J = 8. 1 Hz, 1H), 7. 29 (brd, J = 8. 1 Hz, 1H), 6. 52 
(d, J = 15. 9 Hz, 1H), 5. 18 (ABd, J = 12. 3 Hz) and 5. 09 (ABd, J = 12. 3 
Hz) total 2H, 4. 63 (sept, J = 6. 6 Hz, 1H), 1. 15 (d, J = 6. 6 Hz) and 1. 13 
5 (d, J = 6. 6 Hz) total 6H. 

mMM2 (3 9) 

4- [2- [N — f yy^JV—N— (2-f7^'JW7t^0 75/] 

- 5 - h "J 7Mn^^7x/+^5 : ;W m&m 



TLCrRf 0.42 (i?nD*M : )V= 9 : 1) ; 

NMR (CD 3 0D) : <5 7. 76-7. 70 (m, 2H), 7. 64 (s) and 7. 63 (d, J = 15. 9 Hz) 
total 3H, 7. 52 (d, J = 8. 1 Hz, 1H), 7. 38-7. 28 (m, 4H), 6. 53 (d, J = 15. 9 
Hz, 1H), 5. 04-4.90 (m, 2H), 3.60 (brd, J = 6. 9 Hz, 2H), 1. 72-1. 56 (m, 
15 1H), 0. 92 (d, J = 6. 6 Hz, 6H)„ 

mMM2 (4 0) 

4- [2- [N — <V^)V-N- (4-^^-2-f7^UM;i/7^ 

~M rsy] - 5 - hu y)V^u^)Vy^j^^}V] sfc&ssi 



10 
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COOH 



CH 3 



TLC:Rf 0.42 (£? DD^A : /— ;p== 9 : 1 ) ; 
NMR (CD 3 0D) : <5 8.03 (d, J = 8. 4 Hz, 2H), 7.53 (d, J = 8. 1 Hz, 1H), 
7.42-7.30 (m) and 7.27 (s) total 5H, 5.18-4.90 On, 2H), 3.63-3.58 On, 
5 2H), 2.23 (d, J = 0. 9 Hz, 3H), 1.66 On, 1H). 0.93 (d, J = 6. 6 Hz, 6H) 0 

mmm2 (4 1) 

4- [2- [N — <V^;i/-N- 2 -?7 v /u;px;^7* 



TLC:Rf 0. 32 (^Dn*M:^^/-Jl/=9 : 1) ; 
NMR (DMS0-d 6 ) : <5 7. 70 (d, J = 8. 1 Hz, 2H), 7. 60 (d, J = 15. 9 Hz, 1H), 
7. 56-7. 46 On, 3H), 7. 38 (d, J = 8. 7 Hz, 1H), 7. 29 (d, J = 8. 1 Hz, 2H), 
6. 56 (d, J = 15. 9 Hz, 1H), 5. 20-4. 85 On, 2H), 3. 49 (d, J = 6. 9 Hz, 2H), 
15 2.21 (s, 3H), 1.53 On, 1H), 0.84 (d, J = 6. 6 Hz, 6H)„ 

mmmz (42) 
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4- [2- [N— <V^ntf;i/-N- (2-f7^'JMJl'7t-JW T5 

XOOH 



TLC:Rf 0.39 OD*M : )V= 9 : 1 ) ; 

5 NMR : <5 8. 13 (d. J = 8. 1 Hz, 2H), 7. 91 (d, J = 3. 0 Hz, 1H), 7. 52 (d, 

J = 8. 1 Hz, 2H), 7.50 (d, J = 3.0 Hz, IB). 7.10 (s, 1H), 6.85 (s, 1H), 

5.09 (s, 2H), 4.67 (ra, 1H), 2.36 (s, 3H), 1.16 (d, J = 6. 6 Hz, 3H), 1.15 
(d, J = 6. 6 Hz, 3H)„ 

10 mMM2 (4 3) 

4- [2- cn — ryyntf;i/-N- (4-^5 L ;i/-2-f7i/'j;V7;V7 

^.COOH 



TLC:Rf 0. 39 DD$M : )V= 1 0 : 1 ) ; 

15 NMR : 5 8. 13 (d, J = 8. 1 Hz, 2H), 7. 52 (d, J = 8. 1 Hz, 2H), 7. 09 (s, 
1H), 7.04 (m, 1H), 6.85 (s, 1H), 5.10 (s. 2H), 4.68 (m, 1H), 2.49 (d, 
J = 0. 6 Hz, 3H), 2.36 (s, 3H), 1.15 (d, J = 6. 6 Hz, 3H), 1.14 (d, J = 
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6. 6 Hz, 3H) „ 

mmm2 (44) 

4- [2- [N — TV^;i/-N- (4-^^!/-2-?7yij;VXil/7t 

^\ .COOH 



TLC : R f 0. 40 D Dafc;i/A : *9 J — ;i/= 1 0 : 1 ) ; 
NMR : d 8. 12 (d, J = 7. 5 Hz, 2H), 7. 37 (d, J = 7. 5 Hz, 2H), 7. 27 (d, 
J = 1. 2 Hz, 1H), 6. 96 On, 1H), 6. 78 (s, 1H), 5. 10-4. 78 (m, 2H), 3. 57 (brs, 
10 2H), 2.35 (s, 3H), 2.34 (s, 3H), 1.70 On, 1H), 0.94 (d, J = 6. 6 Hz, 6H)„ 

mmM2 (4 5) 

3-^nn-4- [2- [N — fV^D^-N- (4-*^- 2 — 
15 ^A§Bfe 



TLC : R f 0. 69 U DtfUkk : *9 J — )V : zfC= 8 : 2 : 0 . 2) ; 
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NMR : d 8. 12 (d, J = 1. 5 Hz, 1H), 8. 06 (dd, J = 8. 1, 1. 5 Hz, 1H), 7. 83 
(d, J = 8. 1 Hz, 1H), 7. 11-7. 10 (m, 2H), 6. 86 (s, 1H), 5. 23 (d, J = 14. 4 
Hz, 1H), 5.15 (d, J = 14.4 Hz, 1H), 4.71 (quin, J = 6. 6 Hz, 1H), 2.52 
(d, J = 1. 2 Hz, 3H), 2.38 (s. 3H), 1.56 (d, J = 6. 6 Hz, 3H), 1.34 (d, 
5 J = 6. 6 Hz, 3H) 0 

mmm2 u 6) 

4- [2- [N — TV^;i/-N- (4-^Wl/-2-?7V' 

io &Mmm 



TLC : R f 0. 44 tiu^JVA : J — )V= 9 : 1 ) ; 
NMR : d 7. 96 (d, J = 8. 4 Hz, 1H), 7. 95 (s, 1H), 7. 48 (d, J = 8. 1 Hz, 
1H), 7.35 (d, J = 8. 4 Hz, 1H). 7. 32-7.24 (m, 1H), 7.20 (s, 1H), 6.98 (s, 
15 1H), 5.06-4.85 Cm, 2H), 3. 70-3.50 (m, 2H), 2.39 (s, 3H), 2.34 (s, 3H), 
1.75-1.59 (m, 1H), 0.91 (d, J = 6. 6 Hz, 6H)„ 

mMM2 (4 7) 

4- [2- [N-fV^-N- (4-*5P;l/-2 -^Tl/ 

20 u;i/x;i/^5r^;W 75;] -4-^nn-5-^f;i/7x/^5 1 jv] 




CH 3 
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COOH 



TLC : Rf 0. 44 nn*M : %9 J — )V= 9 : 1 ) ; 
NMR (DMS0-d 6 ) : <5 7.79 (s, 1H), 7.76 (d, J = 8. 1 Hz, 1H), 7.56 (s, IH), 
7. 29 (s, 1H), 7. 27 (d, J = 8. 1 Hz, IB), 7. 23 (s, 1H), 5. 20-4. 65 On, 2H), 
5 3.55-3.35 On, 2H), 2.36 (s, 3H), 2.31 (s, 3H), 2.21 (s, 3H). 1.65-1.47 
(ra, 1H), 0. 84 (d, J = 6. 6 Hz, 6H)„ 

mum 2 us) 



TLC : R f 0. 48 (^nn^A : ^^/-JV=9 : 1) ; 
NMR : 6 7. 74 (dd, J = 7. 8, 1. 2 Hz, 1H), 7. 59 (d, J = 1. 2 Hz, 1H), 7. 31 
15 (d, J= 7.8 Hz, IH), 7.30 (s, 1H), 6.94 (s, 1H), 6.81 (s, 1H), 5.10- 
4.70 (m, 2H), 3.94 (s, 3H), 3.59 (br, 2H), 2.35 (s, 3H), 2.34 (s, 3H), 
1.80-1.60 On, IH), 1.12 (d, J = 6. 9 Hz, 6H) B 
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mmm2 (49) 

W)V7,)V7*~M 75/] -5- h'J7;i/tn^^7x/^y^^iW 



TLC:Rf 0.40 (^DD*M: ^;-^=9 : 1) ; 
NMR : <5 7. 73 (dd, J = 8. 1, L 5 Hz, 1H), 7. 60 (d, J = 1. 5 Hz, 1H), 7. 50 
(d, J = 8. 1 Hz, 1H), 7. 34-7. 19 On, 3H), 6. 95 On, 1H), 5. 12-4.80 (m, 2H), 
10 3.95 (s, 3H), 3.77-3.48 On, 2H), 2.34 (s, 3H), 
1. 77-1.60 On, 1H), 0.94 (d, J = 6. 6 Hz, 6H)„ 

mmm2 (5 o> 

4- [2- [N — rV^;P-N- (4-^^Jl/-2-5 1 7yiJ;i/X;i/7* 

^\ XJOOH 



5 ^m#st 
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TLC: Rf 0.38 (^DD*M : J — )V= 9 : 1) ; 
NMR : 6 8. 11 and 7. 33 (each d, J = 8. 4 Hz, each 2H), 7. 22 (s, 1H), 
6.92 and 6.91 (each s, each 1H), 5.10-4.70 (m, 2H), 3.74-3.42 (m, 2H), 
2.31 and 2.30 (each s, each 3H), 1.78-1.62 (m, 1H), 1.05-0.83 (m, 6H)„ 

5 

mmm 2 (51) 

3-^Pn-4- [2- [N--fV7'^-N- (4-^;!/-2-^T^ 
V)V7s)V7*~)V) 75/] -4-^)V-5-2nuy^j*^^)i-\ 




10 CH 3 

TLC : R f 0. 28 (2UWfc)V& : *&y—)\/= 9 : 1) ; 

NMR : 6 8. 11 (s, 1H), 8.02 and 7.45 (each d, J = 8. 1 Hz, each 1H), 

7.21 (s, 1H), 6.97 (s, 1H), 6.94 (s, 1H), 5.12-4.74 (m, 2H), 3.75-3.45 

(m, 2H), 2. 32 and 2. 31 (each s, each 3H), 1.80-1.62 (m, 1H), 1.05-0.82 
15 (m, 6H) 0 

mMM2 (5 2) 

3-*h^v"-4- [2- [N — (Vy^J]s-N~ (4-^.^;i/-2-^T 
, /UJI/X;P7t^;0 75/] -4-^-5-^DD7x/^?J!/] 

20 ^rnmrn 
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H 3 CO. 



COOH 



CH 3 



TLC:Rf 0.35 (^ D P3js;i/A : *$>J — )V= 9 : 1) ; 
NMR : <5 7.73 (d, J = 7. 8 Hz, 1H), 7.59 (s, 1H), 7.30-7.20 (m, 2H), 
6.95 (s, 1H), 6.91 (s, 1H), 5. 09-4. 62 (in, 2H), 3.94 (s, 3H), 3.78-3.45 
5 (m, 2H), 2.31 (s, 6H), 1.79-1.63 (m, 1H), 1.08-0.85 On, 6H)„ 

nnm 2 (53) 

3-^^)1-4- [2- [N — TV^;l/-N- (4-^3^-2-^TV* 



TLC:Rf 0. 76 (2 DD^I/A : )V : tK= 8 : 2 : 0 . 2) ; 

NMR : 6 7. 93 (d, J = 8. 1 Hz, 1H), 7. 92 (s, 1H), 7. 30 (d, J = 8. 1 Hz, 
1H), 7.08 (s, 1H), 6.90 (d, J = 0. 9 Hz, 1H), 6.71 (s, 1H), 4.91 (br, 1H), 
15 4. 79 (br, 1H), 3. 65 (br, 1H), 3. 56 (br, 1H), 2. 35 (s, 3H), 2. 30 (d, J 
= 0. 9 Hz, 3H), 2. 24 (s, 3H), 2. 19 (s, 3H), 1. 71 (sep, J = 6. 9 Hz, 1H), 
1.03-0.92 (br, 6H) e 



io m. 




H 3 C. ^\.COOH 
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mm&n (54) 

3-^^)1-4- [2- IN— < y^Dt!;P-N- (4-*^)U- 



TLC : R f 0. 78 n n^;i/A : /— ;W : 7jc= 8 : 2 : 0 . 2) ; 
NMR : 5 7. 95 (d, J = 8. 1 Hz, 1H), 7. 93 (s, 1H), 7. 54 (d, J = 8. 1 Hz, 
1H), 6.98 (d, J = 0.9 Hz. 1H), 6.86 (s, 1H), 6.78 (s, 1H), 5.03 (d, J 
10 = 13. 2 Hz. 1H), 4. 98 (d, J = 13. 2 Hz, 1H), 4. 69 (quin, J = 6. 6 Hz, 1H), 
2.46 (d, J = 0.9 Hz, 3H), 2.39 (s, 3H), 2.25 (s, 3H), 2.16 (s, 3H). 1.17 
(d, J = 6. 6 Hz, 3H), 1. 13 (d, J = 6. 6 Hz, 3H)„ 

mmm2 (5 5) 

15 3-;*b=^-4- [2- [N--f Vr/^l'-N- (4 - 2 -5=\T 

\zu;i/x;v^^n;w r^y] -4, .s-w^i/^^w 



5 #M 
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HgCO- 



COOH 



TLC:Rf 0. 39 P U*)V& : J — ;i/= 9 : 1 ) ; 
NMR : 3 7. 72 (dd, J = 8. 1, 1. 2 Hz, 1H), 7. 57 (d, J = 1. 2 Hz, 1H), 7. 26 
(d, J = 8. 1 Hz, 1H), 7.11 (s, 1H), 6.87 (s, 1H), 6.71 (s, 1H), 4.95 (br, 
5 1H), 4.75 (br, 1H), 3.93 (s, 3H), 3.69 (br, 1H), 3.56 (br, 1H), 2.29 (s, 
3H), 2.23 (s, 3H), 2.19 (s, 3H), 1.80-1. 65 (ra, 1H), 0.97 (br, 6H) 0 

mmm2 (5 6) 

3-^PP-4- [2- [N--f V^;i/-N- (4-^^-2-?77 

10 u;px;i^^^n;w 75/] -4, 5 -^^^^^y^s/^^w 



TLC:Rf 0. 36 P D^A : $ /~;V= 9 : 1 ) ; 
NMR: 5 8.11 (d, J = 1. 8 Hz, 1H), 8.01 (dd, J = 8. 1, 1. 8 Hz, 1H), 7.49 
15 (d, J = 8. 1 Hz, 1H), 7.08 (s, 1H), 6.95 (d, J = 0. 6 Hz, 1H), 6.69 (s, 
1H), 5.20-4.70 (br, 2H), 3.80-3. 45 (br, 2H), 2.32 (d, J = 0. 6 Hz, 3H), 
2.24 (s, 3H), 2.19 (s, 3H), 1.75 (ra, 1H), 1.07-0. 85 (br, 6H) S 
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mmm2 (5 7) 

3-#DD-4- [2- [N-- f V7'Dt>-N- 

i/u;wx;V7*— ;w y^y] -4, 5 -*J*?-)V7x.;*r>>*^M 



TLC : Rf 0. 36 DD^M : ;—)V= 9 : 1) ; 
NMR(CDC1 3 +CD 3 0D) : d 8. 06 (d, J = 1. 8 Hz, 1H), 7. 98 (dd, J = 8. 1, 1. 8 
Hz, 1H), 7.70 (d, J = 8. 1 Hz, 1H), 7.05 (d, J = 0. 6 Hz, 1H), 6.86 (s, 
10 1H), 6. 76 (s, 1H), 5. 14 (d, J = 14. 1 Hz, 1H), 5. 08 (d, J = 14. 1 Hz, 1H), 
4.70 (m, 1H), 2.47 (d, J = 0. 6 Hz, 3H), 2.25 (s, 3H), 2.17 (s, 3H), 1.17 
(d, J = 6. 6 Hz, 3H), 1. 15 (d, J = 6. 6 Hz, 3H)„ 

mMM2 (5 8) 

15 4- [2- [n— fv^n t°;i/-N- (4-^^;i/-2-^TV'U;wx;i/^ 

*-)V) 7^/] -4, 5 --j^)vy=cj^^)V] ^mmm 



5 





COOH 
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TLC:Rf 0.45 (?Uti&)V& : 1 0 : 1) ; 

NMR : 5 8. 11-8. 08 On. 2H), 7. 49 (d, J = 8. 4 Hz, 2H), 6. 97 (d, J = 0. 9 
Hz, 1H), 6.86 (s, 1H), 6.75 (s, 1H), 5.06 (d, J = 12. 9 Hz, 1H), 5.04 (d, 
J = 12. 9 Hz, 1H), 4. 71 (m, 1H), 2. 46 (d, J = 0. 9 Hz, 3H), 2. 23 (s, 3H), 
5 2.16 (s, 3H), 1.18 (d, J = 6. 6 Hz, 3H), 1.15 (d, J = 6. 6 Hz, 3H)„ 

mmm2 (5 9) 

4- [2- [N — (Vy^)V-N- U-^)V-2-^TWJlX)ly^ 
-4, 5-^^7x/^^I/] 



TLC:Rf 0.43 (^DP^M : ^;-;i/=l 0 : 1) ; 
NMR : d 8. 09 (d, J = 8. 1 Hz, 2H), 7. 33 (d, J = 8. 1 Hz, 2H), 7. 08 (s, 
1H). 6. 89 (d, J = 0.9 Hz, 1H), 6.68 (s, 1H), 5.08-4.68 On, 2H), 3.75-3.45 
On, 2H), 2.30 (s, 3H), 2.23 (s, 3H), 2.18 (s, 3H), 1.71 On, 1H), 1.04-0.83 



mmm 2 ( 6 0 ) 

4- [2- [N — fVy^ls-N- (4-^f;l/-2-f7yUM;V7^ 



10 




15 On, 6H) 0 
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%_COOH 



V 



TLC : Rf 0. 22 (^DD*M : J— )V= 9 : 1) ; 
NMR (CD 3 0D) : 6 7.69 (d, J = 16. 2 Hz, 1H), 7.61 (d, J = 8. 1 Hz, 2H). 
7. 32-7. 24 On) and 7. 29 (d, J = 8. 1 Hz) total 4H, 7. 05 (s, 1H), 6. 52 (d, 
5 J = 16. 2 Hz, IB), 5.05-4.70 (in, 2H, covered with H 2 0 in CD 3 0D), 3.63- 
3.50 On, 2H), 2.37 (s, 3H), 2.22 (d, J = 0. 9 Hz, 3H), 1.65 (m, 1H), 0.93 
(d, J = 6. 3 Hz, 6H) . 

mmm2 (6 n 

10 4- [2- [N — rV^;P-N- (4-/^-2-?7y 

V)V7.)V7*ZL)V) 75/] - 5 - hU 7Wo^f ^i/^^^H 



TLC:Rf 0. 37 (^PD*M : ^^/-Jl^=9 : 1) ; 
15 NMR : 6 7. 76 (d, J = 16. 2 Hz, 1H), 7. 47 (d, J = 7. 8 Hz, 1H), 7. 45-7. 35 
On, 2H). 7.32-7.23 (in, 2H), 7.20 (m, 1H), 6.98 (s, 1H), 6.48 (d, J = 16. 2 
Hz, 1H), 5.03-4. 82 On, 2H), 3.70-3.50 On, 2H), 2.36 (s, 3H), 2.34 (s, 
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3H), 1.74-1.58 (m, 1H), 0.91 (d, J = 6. 9 Hz, 6H)„ 
«M2 (6 2) 

3_/7 DD _ 4 _ [ 2 - [N-^V^JI/-N- (4-^^;i^-2-^T\/ 



TLC:Rf 0.28 (n -^\^> : ^X^;P= 1 : 2 ) ; 
NMR : 5 7.71 (d, J = 16. 2 Hz, 1H), 7.58 (s, 1H), 7. 52-7.44 (m, 3H), 
10 7.29 (d, J = 8. 1 Hz, 1H) 7. 19 (s, 1H), 7.01 (d, J = 0. 9 Hz, 1H). 6.50 
(d, J = 16. 2 Hz, 1H), 5. 02 (br, 2H), 3. 62 (d, J = 6. 6 Hz, 2H). 2. 35 (s, 
3H), 1.68 (sep, J = 6. 6 Hz, 1H), 0.93 (d, J = 6. 6 Hz, 6H) 0 

mMM2 (6 3) 

15 3-^^-4- [2- [N — fy^Dfc:;i/-N- (4-^^;]/-2-^T 
VVJIXJU? T^y] -4, S-^^^U^ai/^v'^^l/] g& 

& 
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COOH 



TLC:Rf 0.20 (n -'V^"tf"> : IHKX3=v«"= 1 : 2) ; 
MS (FAB, Pos.) : 515 (M + H) + „ 

5 mMM2 (6 4) 

3-*^)V~4- [2- [N— rvt/^-N- (4-^?Jl/-2-f7 1 / 

757] -4, 5~^^^)vyx./^rzy^M m&M 



TLC:Rf 0.22 (n -^\^> : WW.^)V= 1 : 2 ) ; 
10 MS (FAB, Pos.) : 529 (M + H) + „ 

mmmz (6 5) 

4- [2- [N — -f Vf^fy—N— 2-^TW)VX)\/7* 
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CH 3 

TLC : Rf 0. 31 (2 tiuftfrA : J — )U= 9 : 1 ) ; 
NMR : 6 7. 79 (d, J = 15. 9 Hz, 1H), 7. 56 and 7. 27 (each d, J = 8. 1 Hz, 
each 2H), 7.21 (s, 1H), 6.95-6. 88 On, 2H), 6.48 (d, J = 15. 9 Hz, 1H), 
5 5.00-4.65 (m, 2H), 3. 72-3.42 (m, 2H), 2.33-2. 22 (m, 6H), 1.78-1.60 (m, 
1H), 1. 05-0. 83 (in, 6H) D 

mmm 2 (66) 

3-*?-JV-4- [2- [N — rV^^-N- (4-^^-2-^77 

10 u;vx;i/^^--;i/) -4-^fji/-5-^DD7xy^fji/] 




TLC:Rf 0. 30 (^nD^A:^^/-JH9 : 1) ; 

NMR: 6 7.76 (d, J = 16. 2 Hz, 1H), 7.42-7.37 (m, 2H), 7.30-7.15 (ra, 

15 2H), 6.98-6.89 (m, 2H), 6.47 (d, J = 16. 2 Hz, 1H), 4.95-4. 67 (m, 2H), 

3.72-3.40 (m, 2H), 2.38-2.22 (m, 9H), 1.77-1.61 (m, 1H), 1.05-0. 82 (ra, 
6H)o 
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MW2 (6 7) 



3-^9^-4- [2- [N- 



N- (4-^^;i—2 -fjy 



5 H&M 



TLC:Rf 0.41 P DtfUl/A : ;*^y — ;i/= 9 : 1 ) ; 
NMR : 3 7. 76 (d, J = 16. 2 Hz, 1H), 7. 39 (d, J = 8. 4 Hz, 1H), 7. 38 (s, 
1H), 7.27 (d, J = 8. 4 Hz, 1H), 7.23 (s, 1H), 6.97 (s, 1H), 6.81 (s, 1H), 
10 6.47 (d, J = 16. 2 Hz, 1H), 5.04-4.66 (m, 2H), 3.65-3.39 (m, 2H), 2.36 
(s, 3H), 2.35 (s, 3H), 2.33 (s, 3H), 1.75-1.61 (in, 1H), 0.92 (d, J = 6. 6 
Hz, 6H) 0 

mrnm 2 (68) 

15 4- [2- [n— rv^;i/-N- (4-^^-2-^Tyu;^;y7t 
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^.COOH 



A nVvch 

yJ I^ CH3 



TLC:Rf 0.33 (# n U^sJVA : J—)V= 1 0 : 1 ) ; 
MSCAPCI, Neg. 20V) : 513 (M - HK 

5 mrnw2 (6 9) 

3-^DD-4- [2- [N — fV^-N- (4-^^-2-f7y 



TLC : Rf 0. 1 7 (^ P Wfc)VJ± : /-)V= 9 : 1 ) ; 
10 NMR (CD 3 0D) : 6 7.69 (d, J = 1. 8 Hz, 1H), 7.65 (d, J = 15. 9 Hz, 1H), 
7. 59 (dd, J = 8. 1, 1. 5 Hz, 1H), 7. 35 (d, J = 8. 1 Hz, 1H), 7. 29 (d, J = 
1.2 Hz, IH), 7.04 (s, 1H), 6.88 (s, 1H), 6.57 (d, J = 15. 9 Hz, 1H), 
5. 10-4. 60 On, 2H), 3. 63-3. 50 (in. 2H), 2. 28 (s, 3H), 2. 21 (d, J = 1. 2 Hz) 
and 2.20 (s) total 6H, 1.66 On, 1H), 1.03-0.85 (m, 6H)„ 



mmM2 (7 0) 

3-^h^5/-4- [2- [N — TV^;i/-N- (4-^.^1/- 2-^T 
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8£ 



TLC : R f 0. 40 <mt^U> : *9 1 0 : 1 ) ; 
5 MS (FAB, Pos.) : 545 (M + H) + e 

mmm 2(71) 

4- [6- [n— rv^;i/-N- (4 - 2 -^7yu;^;i/7^ 



TLC : R f 0. 43 (i'PD^A : *&J*~)V= 9 : 1) ; 
NMR : 5 8. 10 (d, J = 8. 4 Hz, 2H), 7. 34 (d, J = 8. 4 Hz, 2H). 7. 16 (s, 
IH), 6.89 (d, J = 0.9 Hz, 1H), 6.76 (s, 1H), 5.06-4. 70 (br, 2H), 3.78-3.45 
(br, 2H), 2.87 (t, J = 7. 5 Hz, 4H), 2.31 (d, J = 0. 9 Hz, 3H), 2.09 (m, 
15 2H), 1.74 (m, 1H), 1.04-0.86 (br, 6H)o 





COOH 



10 
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mmm2 a 2) 

4- [6- CN--<yy^;i/-N- (4-^5 1 Jl/-2-f5 7 yj^;i/7t 



5 TLC : R f 0. 42 DD*M : J—)V*= 9 : 1 ) ; 

NMR : 8 7. 79 (d, J = 15. 9 Hz, 1H), 7. 55 (d, J = 8. 1 Hz, 2H), 7. 28 (d, 
J = 8. 1 Hz, 2H), 7. 15 (s, 1H), 6.89 (d, J = 0. 9 Hz, 1H), 6. 77 (s, 1H), 
6.47 (d, J = 15. 9 Hz, 1H), 5.05-4.60 (br, 2H), 3.78-3.45 (br, 2H), 2.86 
(t, J = 7. 8 Hz, 4H), 2.30 (d, J = 0. 9 Hz, 3H), 2.08 (m, 2H), 1.73 (m, 
10 1H), 1.06-0. 83 (br, 6H)„ 

mmm2 (73) 

3-^^;p-4- [6- [N-- ry^;p-N- (4-^-2-^7^/ 




15 




COOH 



TLC : R f 0.34 m<t^U> : *&S-)\>=1 9:1) 
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NMR: 6 7.95-7.92 (m, 2H), 7.31 (d, J = 7. 8 Hz, 1H), 7.16 (s, 1H), 
6.91 (brs, 1H), 6.79 (s, 1H), 4.93 (brs, 1H), 4.73 (brs, 1H), 3.75-3.45 
(m, 2H), 2. 92-2. 84 (m, 4H), 2. 34 (s, 3H), 2. 31 (d, J = 0. 6 Hz, 3H), 2. 10 
(m, 2H), 1.74 (m, 1H), 1.08-0.80 (brs, 6H) 0 

mtMm2 (7 4) 

4 - [6- [N — (Vy^)l-N- (4-^^-2-^7^ 




10 TLC : Rf 0. 32 (mt^U> : * & J — )V= 1 9 : 1 ) ; 

NMR : 5 7.76 (d, J = 15. 9 Hz, 1H), 7.40-7.36 (m, 2H), 7.25 (m, 1H), 
7.14 (s, 1H), 6.91 (brs, 1H), 6.80 (s, 1H), 6.46 (d, J = 15. 9 Hz, 1H), 
4.90 (brs, 1H), 4.69 (brs, 1H), 3. 75-3.43 (m, 2H), 2.95-2. 80 (m, 4H), 
2.31 (s, 6H), 2.09 (m, 2H), 1.72 (m, 1H), 1.05-0.85 (brs, 6H)„ 

15 

mmm2 (75) 

4- [2- [N — fV^-N- (2-W*J)V7s)V7*—)V) 75/] 



118 



WO 02/072145 



PCT/JP02/02359 




^.COOH 



N 




CH 3 



TLC:Rf 0. 37 DD^M : 9 : 1 ) ; 

NMR (CD 3 0D) : 8 8.39 (ddd, J = 4. 5, 1.5, 0.9 Hz, 1H), 7.82 (dt, J = 
7. 5, 1. 5 Hz, 1H), 7. 72-7. 64 (in, 2H), 7. 60 (d, J = 8. 1 Hz, 2H), 7. 53 (d, 
5 J = 7. 5 Hz, 1H), 7. 38 (ddd, J = 7. 5, 4. 5, 0. 9 Hz, 1H), 7, 34-7. 22 (m, 4H), 
6. 54 (d, J = 15. 9 Hz, 1H), 4. 95-4. 78 (m, 2H), 3. 61 (d, J = 6. 6 Hz, 2H), 
1.60 Ob, IB), 0.91 (d, J = 6. 9 Hz, 6H)„ 

mmm 2 (76) 

10 4- [2- [n — rv^;v-N- (3-tf u^;vx;K7#-;i/) 75/] 
- 5 - h u 7;ptp^ wiy^ &mmm 



TLC : R f 0. 27 (^PD*M : /^y-;N9 : 1) ; 
NMR (CD3OD) : d 8. 63 (m, 1H), 8. 53 (dd, J = 5. 1, 1. 8 Hz, 1H), 7. 99 (d, 
15 J = 8. 4 Hz) and 7. 94 (m) total 3H 7. 56 (d, J = 7. 5 Hz, 1H), 7. 40-7. 29 
(m, 3H), 7.23 (d, J = 8. 4 Hz, 2H), 5.10-4.80 (m, 2H), 3.58-3.40 (m, 2H), 
1.61 (m, 1H), 0.92 (brd, J = 6 Hz, 6H) 0 
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mmm2 (7 7) 

3-^DD-4- [2- [N — rV^PHA-N- (2 -IfiJ^l/X^t 



5 




COOH 



TLC:Rf 0.43 (^DD*M:^^/-;l,= 9: 1) ; 
NMR (CD 3 0D) : <5 8.63 (m, 1H), 8.02 (d, J = 1. 8 Hz, 1©, 7.98-7.84 On, 
3H), 7.70 (d, J = 8.1 Hz, 1H), 7.50 On, 1H), 7.11 (s, 1H), 7.09 (s, 1H), 
5. 16 (ABd, J = 13. 5 Hz) and 5. 08 (ABd, J = 13. 5 Hz) total 2H, 4. 61 (sept. 
10 J = 6. 6 Hz, 1H), 2. 39 (3, 3H), 1. 12 (d, J = 6. 6 Hz) and 1. 10 (d, J = 6. 6 
Hz) total 6H„ 



mmm2 (7 8) 

4- [2- [N — rV^;U-N- (2 -^)-J)V^)Vy^r=L 




CH 3 

TLC:Rf 0. 37 (^Dn*M : ^^;-Jk=l O : 1) ; 
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NMR: 6 8.52 (m, 1H), 7.94-7.92 (m, 2H), 7.77-7.68 (m, 2H), 7.31- 
7.24 Cm, 3H), 6.76 (s, 1H), 4.83 (brs. 2H), 3. 65-3.50 (m, 2H), 2.34 (s, 
6H), 1.66 (m, 1H), 0.91 (d, J = 6. 6 Hz, 6H) 0 

5 mmM2 (7 9) 

[2- [n — rv^;i/-N- (3-t° u^x;!/^^-- 



TLC : R f 0. 1 6 m<k*^U> : *5r/—)V= 2 0 : 1 ) ; 

10 NMR : <5 12. 90 (s, 1H), 8. 67 (d, J = 1. 8 Hz, 1H), 8. 62 (dd, J = 4. 8, 
1. 8 Hz, 1H), 7. 94 (dt, J = 8. 1, 1. 8 Hz, 1H), 7. 74 (s, 1H), 7. 68 (d, J 
= 8.1 Hz, 1H), 7.37 (dd, J = 8. 1, 4.8 Hz, 1H), 7.27 (s, 1H), 7.24 (s, 
1H), 7.01 (d, J = 8. 1 Hz, 1H), 4.95 (br, 1H), 4.76 (br, 1H), 3.45-3.30 
(m, 2H), 2. 34 (s, 3H), 2. 24 (s, 3H), 1. 49 (sep, J = 6. 6 Hz, 1H), 0. 90-0. 70 

15 (br, 6H) 0 

mmm 2 ( 8 0 ) 

3-^^;i/-4- [2- [N-- yv^-n- (2-tfu> ? ;vx;i/^^-^ 




13 
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CH 3 



COOH 



TLC:Rf 0.40 (^nnMA : ^^/-;l/=9 : 1) ; 
NMR : d 8.50-8.40 (m, IH), 7.95-7.85 (m, 2H), 7.75-7. 60 (m, 2H), 
7. 30-7.20 (m, 3H), 6.89 (s, 1H), 4.76 (br, 2H), 3.61 (br, 2H), 2.31 (s, 
5 3H), 2.29 (s, 3H), 1. 75-1.55 (m, 1H), 1.00-0. 80 (m, 6H) 0 

mmM2 (8 l) 

4- [2- CN— TV^;i/-N- (Z-\dV^)V7.)V7*-)V) 75/] 

-A-*^)V-S-Zuuyx.J*l'*¥-)V\ ^Mmm 



TLCrRf 0.31 (i7DD*M : JV= 9 : 1) ; 

NMR: 6 8. 83 (d, J = 2. 4, 0. 6 Hz, 1H), 8.61 (dd, J = 5. 1, 1. 8 Hz, 1H), 
8.10 (d, J = 8. 4 Hz, 2H), 7.78-7.71 On, 1H), 7.36 (s, 1H), 7.29-7.22 (m, 
1H), 7. 08 (d, J = 8. 4 Hz, 2H), 6. 90 (s, 1H), 4. 94-4. 72 and 4. 50-4. 25 (each 
15 m, each 1H), 3. 75-3. 56 and 3.45-3.24 (each m, each 1H), 2.36 (s, 3H), 
1.79-1.63 (m, IH), 1.16-0.80 (m, 6H)o 




COOH 



10 
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mnm2 (8 2) 



5 TLC: Rf 0.29 (^DDJjsM : J— ;i/=9 : 1) ; 

NMR : <5 8. 87 (d, J = 1. 8 Hz, 1H), 8. 63 (dd, J = 5. 1, 1. 8 Hz, 1H), 8. 13 
(d, J = 1. 8 Hz, 1H), 8. 03 (dd, J = 8. 1, 1. 8 Hz, 1H), 7. 73-7. 66 (m, 1H), 
7. 40 (s, 1H), 7. 36 (dd, J = 8. 1, 5. 1 Hz, 1H), 7. 05 (d, J = 8. 1 Hz, 1H), 
6. 96 (s, 1H), 4. 92-4. 74 and 4. 54-4. 34 (each m, each 1H), 3. 72-3. 63 and 
10 3.50-3.33 (each m, each 1H), 2.39 (s, 3H), 1.84-1.68 (m, 1H), 1.20-0.92 
(in, 6H) 0 

(8 3) 

2>~^J-)V- 4 - [2- [N-fy^f^-N- (2-tfUv ? ;^;i^r7^-n 

15 )V) T^y] -5-hU7;i'tD^^i/7x/^^^w m&m. 




OOH 




COOH 
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TLC : R f 0. 32 U OftJVA : J—)V= 9 : 1 ) ; 
NMR (DMS0-d 5 ) : 6 12. 39 (br s, 1H), 8. 51 (d, J = 4. 5 Hz, 1H), 7. 90 (dd, 
J = 7. 5, 7. 5 Hz, 1H), 7. 70 (d, J = 7. 5 Hz, 1H), 7. 55 (d, J = 16. 0 Hz, 
1H), 7. 53-7. 46 (m, 5H), 7. 35 (d, J = 8. 0 Hz, 1H), 7. 14 (d, J = 8. 0 Hz, 
5 1H), 6.55 (d, J = 16.0 Hz, 1H), 5.00 (br s, 2H), 3.49 (d, J = 7. 0 Hz, 
2H), 2.25 (s, 3H), 1.45 (triple septet, J = 7. 0, 7.0 Hz, 1H), 0.78 (d, 
J = 7. 0 Hz, 6H) o 

mmM2 (8 4) 

10 3-^b3r5/-4- [2- [N —-i Vf^)V—N— ( 2 - tf U ^)17>)V7 * 

^.)V) 75/] -4, 5 --j^^-y^j^y^M ^mmm. 



TLCrRfO. 38 (# n U^)VA : J—)V= 9 : 1 ) ; 
NMR : 6 8. 47 (d, J = 4. 8 Hz. 1H), 7. 75-7. 60 (m, 3H), 7. 56 (d, J = 1. 5 
15 Hz, 1H), 7.20-7.15 (m, 2H), 7.12 (s, 1H), 6.65 (s, 1H), 4.84 (br, 1H), 
4 66 (br, 1H), 3.92 (s, 3H), 3.61 (br, 2H), 2.22 (s, 3H), 2.18 (s, 3H), 
1.80-1.60 (in, 1H), 0.96 (br, 6H) 0 

mm.M2 (8 5) 

20 3-*h^v—4- [2- [N — fVt/^l'-N- (3 - ¥V ^)UX)Uy * 
75/1 -4, 5-^fJl/7i/^^^W ^J&glt 
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H 3 CO. 



COOH 



V 



TLC:Rf 0.35 (# P PtJy^A : — )V= 9 : 1 ) ; 

NMR : a 8. 86 (dd, J = 2. 1, 0. 9 Hz, 1H), 8. 57 (dd, J = 5. 1, 1.5 Hz, 
1H), 7.75-7.65 (m, 2H), 7.61 (d, J = 1. 5 Hz, 1H), 7.30-7. 20 On, 2H), 6.92 
5 (d, J = 7. 8 Hz, 1H), 6.72 (s, 1H), 4.75 (d, J = 1 2. 3 Hz, 1H), 4.43 (d, 
J = 12.3 Hz, 1H), 3.93 (s, 3H), 3.75-3.60 (m, 1H), 3. 45-3.35 (m, 1H), 
2.29 (s, 3H), 2.25 (s, 3H), 1.85-1.65 (m, 1H), 1.09 (d, J = 6. 3 Hz, 3H), 
0. 92 (d, J = 6. 3 Hz, 3H) a 

10 mmmz (8 6) 

3-*3\H/-4- [2- [n — rvr/^-N- (3-if'j^;Px;^*n 

M 75/] -4, 5-^^7x/*>'^f;W 



TLC:Rf 0. 61 nn7fr;kk : )V : zK= 8 : 2 : 0 . 2) ; 

15 NMR (DMS0-d 6 ) : 6 12.87 (brs, 1H), 8.64 (d, J = 1. 8 Hz, 1H), 8.59 (dd, 
J = 4. 8, 1.8 Hz, 1H), 7.91 (dt, J = 8. 1, 1. 8 Hz, 1H), 7.73 (s, 1H), 7.67 
(d, J = 8. 1 Hz, 1H), 7. 35 (dd, J = 8. 1, 4. 8 Hz, 1H), 7. 04-6. 96 (m, 3H), 
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4.92 (or, 1H), 4.66 (br, 1H), 3.48-3.22 (br, 2H), 2.23 (s, 3H), 2.22 (s, 
3H), 2.15 (s, 3H), 1.49 (sep, J = 6. 9 Hz, 1H), 0.98-0.75 (m, 6H)„ 

mmm2 (8 7) 

5 3-^^;i^-4- [2- [n-<v:/5p;1/-n- (2-hfu^;i/x;i/^*n 



TLC : R f 0. 66 (^PDjJnM : : zfc= 8 : 2 : 0. 2) ; 

NMR (DMS0-d 6 ) : <5 12.88 (s, 1H), 8.47 (d, J = 4. 5 Hz, 1H), 7.87 (dt, 
10 J = 1.5, 7.8 Hz, 1H), 7.75 (s, 1H), 7.71 (d, J = 7. 8 Hz, 1H), 7.63 (d, 
J = 7. 8 Hz, 1H), 7. 42 (ddd, J = 7. 8, 4. 5, 1. 5 Hz, 1H), 7. 16 (d, J = 7. 8 
Hz, 1H), 6.93 (s, 1H), 6.91 (s, 1H), 4.80 (br, 2H), 3.57 (d, J = 6. 6 Hz, 
2H), 2.25 (s, 3H), 2.18 (s, 3H), 2.09 (s, 3H), 1.49 (sep, J = 6. 6 Hz, 
1H), 0. 81 (d, J = 6. 6 Hz, 6H) 0 



mmM2 (8 8) 

3 -j*^;i/-4- [2- cn — fv^;P-N- (3-tfu^;i/x;i/7*n 
)V) ray] -4-^-5-^nD7x/^5 : ;w &m#it 
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H 3 C^ 
CH 3 



COOH 



TLC:Rf 0.31 UUftfrA : y 9 : 1) ; 
NMR: 6 8.83 (d, J = 1. 8 Hz, 1H), 8.61 (dd, J = 5. 4, 1. 8 Hz, 1H), 7.93 
(d, J = 8. 1 Hz, 1H), 7. 92 (s, 1H), 7. 78 (dt, J = 8. 1, 1. 8 Hz 1H), 7. 34 
5 (s, 1H), 7. 23 (dd, J = 8. 1, 5. 4 Hz, 1H), 6. 95 (d, J = 8. 1 Hz, 1H), 6. 94 
(s, 1H), 4. 88-4. 65 and 4. 54-4. 34 (each m, each 1H), 3. 71-3. 53 and 
3. 43-3.24 (each m, each 1H), 2.36 (s, 3H), 2.27 (s, 3H), 1.78-1. .63 (m, 
1H), 1. 08-0. 79 (m, 6H) 0 

io mmm 2(89) 

-4, B--j^)vy^/^^)vi ^Mm-m 

^\ .COOH 



TLC : Rf 0. 33 (^ D PtJ^VA : * $ /—;!/== 1 0 : 1 ) ; 
15 NMR: 6 8.46 (m, 1H), 8.09-8.05 (ra, 2H), 7.71-7.60 (m, 2H), 7.28- 
7.25 (m, 2H), 7.20 (m, 1H), 7.09 (s, 1H), 6.62 (s, 1H), 5.02-4.50 (m, 
2H), 3. 83-3. 43 (m, 2H), 2. 21 (s, 3H), 2. 17 (s, 3H), 1. 67 (m, 1H), 1. 04-0. 82 
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On, 6H) 0 

mmm2 o o) 

4- [2- [N — rV^Utf^-N- (2-tf Vz?)V?,)V7*~)V) 75/] 
5 -4-^-5-^DD7x/^f;H 



TLC : R f 0. 44 DP^M : S — ;W= 9 : 1 ) ; 
NMR : <5 8. 70-8. 60 (m, 1H), 7. 84 (d, J = 7. 5 Hz. 1H), 7. 79 (d, J = 15. 9 
Hz, 1H), 7.71 (dt, J = 1.8, 7.5 Hz, 1H), 7.55 (d, J = 8. 4 Hz, 2H), 7.39 
10 (d, J = 8. 4 Hz, 2H), 7.35-7.25 (m, 1H), 6.99 (s, 1H), 6.96 (s, 1H), 6.48 
(d, J = 15. 9 Hz, 1H), 4. 96 (d, J = 12. 3 Hz, 1H), 4. 92 (d, J = 12. 3 Hz, 
1H), 4.75-4.60(ra, 1H), 2.26 (s, 3H), 1.14 (d, J = 6. 9 Hz, 3H), 1.11 (d, 
J = 6. 9 Hz. 3H) „ 

15 (9 1) 

3-^^-4- [2- [N--r v^;v-n- (2-t°u-^;px;i/> r ^n 
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%^COOH 



H 3 C^ 
CH 3 



TLCrRfO. 37 P : — )V= 9 : 1 ) ; 

NMR : 6 8.50-8.40 (m, 1H), 7.77 (d, J = 15. 9 Hz, IH), 7.75-7.60 On, 
2H), 7. 40-7. 35 (m, 2H), 7. 25-7. 20 (m, 2H), 7. 15 (d, J = 8. 4 Hz, 1H), 6. 90 
5 (s, 1H), 6.49 (d, J = 15. 9 Hz, 1H), 4 73 (br, 2H), 3.60 (br, 2H), 2.29 
(s, 3H), 2. 28 (s, 3H), 1. 70-1.55 (m, 1H), 0.91 (d, J = 6. 6 Hz, 6H)„ 

mmm 2 02) 

3-*^;p-4- [2- [N-^rv^-N- (2-tf u>?;px;i/^*^ 
10 M -4, 5-^^^;^ac/^>-^^;w 



TLC : R f 0.36 (Mih^V> : *?;-)l=2 0 : 1) ; 
MS (FAB, Pos.) : 509 (M + H) + „ 

15 mffiffl2 (9 3) 

4- [2- [N-rv^;i/-N- (3 -fc°u^x;u^^n;w 75;] 
-4, s-^^i^rcy^s/;*^] fe£g£ 
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%XOOH 



T L C : R f 0. 27 (^DD*M : ^^/-J!/=l 0 : 1) ; 
MS CAPCI. Neg. 20V) : 493 (M - H)% 

5 mmM2 (9 4) 

s-*^)V-4- [2- in— <v^;v-n- 

)V) 75/] -4, 5-^^7x/^^f;!/] m&M 

H sC^^\ /COOH 



TLC:Rf 0.33 (M^^P"> : ^^/"iH2 0 : 1) ; 
10 MS (FAB, Pos. ) : 509 (M + H)* 0 

m6W2 (9 5) 



3-^DD-4- [2- [N — (V^)V-N- (3 - fcf U SWX;^* — 

;w 7sy] -4, s-^^v^x/^soww 
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H 3 C^ 
CH 3 



COOH 



TLC:Rf 0.43 {if U D/fr;kk : J—)V= 3 : 1 ) ; 
NMR : <5 8.88-8.82 Cm, 1H), 8.61-8.52 (m, 1H), 7.75-7.68 (m, 1H), 7.61 
(d, J = 15. 9 Hz, 1H), 7. 52 (d, J = 1. 5 Hz, 1H), 7. 47 (d, J = 8. 1 Hz, 1H), 
5 7. 32-7.20 (in, 2H), 6.97 (d, J = 8. 1 Hz, 1H), 6.70 (s, 1H), 6.50 (d, J 
= 15. 9 Hz, 1H), 4. 88-4. 75 and 4. 53-4. 41 (each m, each 1H), 3. 74-3. 58 and 
3. 48-3. 32 (each m. each 1H), 2. 29 and 2. 25 (each s, each 3H), 1. 82-1. 63 
(m, 1H), 1. 15-0. 82 (m, 6H). 

io mmm 2 06) 

3-^;i"-4- [2- [N-- f V^^-N- (3-b°'J^;l/X^7tZi 



TLC:Rf 0.36 (^ d nftJW* : J — )V= 9 : 1 ) ; 
15 NMR (DMS0-d 6 ) : d 8.65 (m, 2H), 7.94 (ra, 1H), 7.54 (d, J = 16. 2 Hz) 
and 7.51 (s) total 2H, 7.43 (d, J = 8. 1 Hz, IB)., 7.38 (dd, J = 8. 1, 4.8 
Hz. 1H), 7. 26 (s, 1H), 7. 22 (s. 1H), 6. 98 (d, J = 8. 1 Hz, 1H), 6. 53 (d, 




COOH 



CH 3 
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10 



J = 16. 2 Hz, 1H), 5.00-4.85 (m, 2H), 3.48-3.10 (m, 2H, covered with H 2 0 
in DMS0-d 6 ), 2.34 (s, 3H), 2.21 (s, 3H), 1.48 (m, 1H), 0.93 (m, 6H) Q 



%2 (97) 

5 3-^nn-4- [2- [N-- <y^;i/-N- (3 - tfu^;i/x;i/^^-- 

)V) 75;] - 5- v^y)v^ru^)V7zc/^^)V] mj&m 

H 3C y X> 

CH 3 

TLC : Rf 0. 25 (^OD^A : *&;—)V= 1 0 : 1) ; 
MS (APCI, Neg. 20V) : 567 (M - H)" D 

mmm2 o 8) 

3-^9MP-4- [6- [N — Ty^ntf;i/-N- (5-^?Jl/-2-7U 

;px;i/y^-n;i/) ray] -r >^>- 5 — r;i/^v-^^;w ^m#^ 



CH 3 

H3C CH3 



15 TLC:Rf 0.45 p D/fr^A : *9 S ~~)V= 9 : 1 ) ; 

NMR (DMS0-d 6 ) : d 7.79 (s, 1H), 7.75 (d, J = 8. 0 Hz. 1H), 7.59 (d, J 
= 8.0 Hz, 1H), 7.11 (s, 1H), 6.90 (d, J = 3. 3 Hz, 1H), 6.82 (s, 1H), 
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6. 30-6. 20 On, 1H), 5. 08 (s, 2H), 4. 30-4. 20 (m, 1H), 2. 87 (t, J = 7. 5 Hz, 
2H), 2.79 (t, J =7. 5 Hz, 2H), 2.35 (s, 3H), 2.28 (s, 3H), 2.10-1.95 (m, 
2H), 0. 97 (d, J = 6. 6 Hz, 6H)o 

5 mmrn 2 09) 

3-^^-4- [6- [N--f y^ntf;p-N- (5 2 -7 v 



TLC : Rf 0. 50 nn^M : 9 : 1) ; 

10 NMR (DMS0-d 6 ) : 6 7.60-7.50 (m, 4H), 7.11 (s, 1H), 6.89 (d, J = 3. 3 
Hz, 1H), 6.80 (s, 1H), 6.52 (d, J = 16. 2 Hz, 1H), 6.30-6.20 (m, 1H), 5.04 
(d, J = 13. 5 Hz, 1H), 5. 01 (d, J = 13. 5 Hz, 1H), 4. 30-4. 20 On, 1H), 2. 87 
(t, J = 7. 2 Hz, 2H), 2.78 (t, J = 7. 2 Hz, 2H), 2.32 (s, 3H), 2.28 (s. 
3H), 2.10-1.95 (in, 2H), 0. 97 (d, J = 6. 6 Hz, 6H)„ 



mmM2 (10 0) 

4- [6- [N — rV^Ptf;i—N- {5~^)V-2~y^))VX)Vy^^ 

)V) 75/] -f >^>-5- -DVOr^^M mum 




15 



1 
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COOH 



TLC : R f 0.42 (^DD^M : ;i/=9 : 1) ; 

NMR : d 7. 79 (d, J = 16. 2 Hz, 1H), 7. 57 (d, J = 8. 4 Hz, 2H), 7. 51 (d, 
J = 8.4 Hz, 2H), 6.89 (s, 1H), 6.84 (s, 1H), 6.80 (d, J = 3. 3 Hz, 1H), 
5 6. 46 (d, J = 16. 2 Hz, 1H), 6.02 (m, 1H), 5.14-5.00 (m, 2H), 4.46 On, 1H), 
2.91-2.80 (m, 4H), 2.31 (s, 3H), 2.14-2.02 (m, 2H), 1.11 (d, J = 6. 6 Hz, 
3H), 1. 10 (d, J = 6. 6 Hz, 3H)„ 

mmm 2 ( 1 0 1 ) 

10 3-^^)1-4- [2- [N- (2-*^)\s- 2-7°D^-;W -N- (4 
-*<?)V- 2 -=?7 S SV)V7,)V7*—)V) 757] 5 -j*^ 



TLC : Rf 0. 44 P n^;VA : 7 — ;V= 9 :. 1 ) ; 

15 NMR (DMS0-d 6 ) : 6 7.79 (s, IB), 7.77 (d, J = 8. 4 Hz, 1H), 7.57 (s, 1H), 

7.28 (d, J = 8. 4 Hz, 1H), 7.27 (s, 1H), 7.23 (s, 1H), 4.97 On, 2H), 4.77 

On, 1H). 4. 72 On, 1H), 4.21 da, 2H), 2.34 (s, 3H), 2.32 (s, 3H), 2.22 
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(s, 3H), 1.68 (s, 3H)„ 

mmM2 (102) 

4- [2- [N- (2 2 -7°n^jW — N— (4-*^;l—2 



TLC : R f 0. 43 (^DD$M : ^^;-^=9 : 1) ; 
NMR : 6 7. 80 (d, J = 15. 9 Hz, 1H), 7. 58 (d, J = 8. 4 Hz, 2H), 7. 45 (d, 
10 J = 8. 1 Hz, 1H), 7.33 (d, J = 8. 4 Hz, 2H), 7.30-7.20 (m, 1H), 7.15 (s, 
1H), 6.99 (s, 1H), 6.50 (d, J = 15. 9 Hz, 1H), 4.97 (s, 2H), 4.77 (s, 1H), 
4.72 (s, 1H), 4.37 (s, 2H), 2.35 (s, 3H), 1.77 (s, 3H) 0 

mmm 2 (103) 

15 3-*^)V-4- [2- [N- (2 - *^)V- 2 ~7°U^~)V) — N — (4 
-^^-2-^7^/UiI/X;i/7*ZJW 7S;] -4, S-^^^^ai 




OOH 
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T L C : R f 0. 24 U> : /-)V= 1 9 : 1 ) ; 

NMR (DMS0-d 6 ) : 6 7.77-7.73 On, 2H), 7.50 (brs, 1H), 7.23 (d, J = 6. 9 
Hz, 1H), 6.99 (s, 1H), 6.96 (s, 1H), 4.87 (brs, 2H), 4.74 (brs, 1H), 4.71 
5 (brs, 1H), 4.20 (brs, 2H), 2.28 (s, 3H), 2.19 (s, 3H), 2. 16 (d, J = 0. 6 
Hz, 3H), 2. 11 (s, 3H), 1. 68 (s, 3H)„ 

mmm2 a o 4) 



TLC:Rf 0.43 (# DO^A : ^^y-;j/= 9 : 1 ) ; 
NMR : d 7. 96 (d, J = 8. 1 Hz, 1H), 7. 93 (s, 1H), 7. 89 (d, J = 3. 0 Hz, 
1H), 7.58 (d, J = 8.1 Hz, 1H), 7.46 (d, J = 3. 0 Hz, 1H), 6.95 (s, 1H), 
15 6. 86 (s, 1H), 5. 05 and 4. 99 (each d, J = 13. 5 Hz, each 1H), 4. 69 (sept, 
J = 6. 6 Hz, 1H), 2. 94-2. 79 (m, 4H), 2. 39 (s, 3H), 2. 16-2. 02 (m, 2H), 1. 18 
and 1. 15 (each d, J = 6. 6 Hz, each 3H) D 
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mmm 2 (105) 

3-*^;i/-4- [6- cn — (vzf?-)V-N- (2-^7yu;Px;i/7* 
— jw 75/] ^>^>-5— fM^^M gm^m 




5 CH 3 

TLC : Rf 0. 41 (^OD*;i/A : ^^y»;l/=9 : 1) ; 
NMR : 5 7. 93 (d, J = 8. 4 Hz, 1H), 7. 92 (s, 1H), 7. 71 (d, J = 3. 0 Hz, 
1H), 7.35 (d, J = 3.0 Hz, 1H), 7.31 (d, J = 8. 4 Hz, 1H), 7.15 (s, 1H), 
6.77 (s, 1H), 5. 02-4.64 (m, 2H), 3.81-3.43 (m, 2H), 2. 95-2.76 (m, 4H), 
10 2.34 (s, 3H), 2.17-2.01 (m, 2H), 1.82-1.64 (m, 1H), 1.08-0.83 (m, 6H)„ 

mum 2 (10 6) 

3-*^)V- 4 - [6- [N—f V^Dlf;i/-N~ (4-^5 1 ;i/-2-5^T 



15 




TLC:Rf 0. 34 (tft^l/> : ^^y-;i/=l 9 : 1) ; 

NMR : 5 7. 97 (d, J = 8. 1 Hz, 1H), 7. 94 (s, 1H), 7. 57 (d, J = 8. 1 Hz, 

-i on 
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1H), 7.00 (brs, 1H), 6.94 (s, 1H), 6.86 (s, 1H), 5.05 (d, J = 13. 5 Hz, 
1H), 4.99 (d, J = 13. 5 Hz, 1H), 4.70 (m, 1H), 2.92-2.81 (m, 4H), 2.47 
(s, 3H), 2.39 (s, 3H), 2.09 (m, 2H), 1.18 (d, J = 6. 6 Hz, 3H), 1.15 (d, 
J = 6. 6 Hz, 3H) c 



mMM2 (1 0 7) 

4- [6- [N--fVyatf;l/-N- <2-5PTV*U )VK)V7 *~)V) 7-5. 



10 TL C : Rf 0. 37 (^anMA : )V= 1 0 : 1) ; 

NMR : 5 8. 13 (d, J = 8. 1 Hz, 2H), 7. 88 (d, J = 3. 3 Hz, 1H), 7. 51 (d, 
J = 8. 1 Hz, 2H), 7.44 (d, J = 3. 3 Hz, 1H), 6.95 (s, IH), 6.84 (s, 1H), 
5. 06 (d, J = 13. 5 Hz, 1H), 5. 05 (d, J = 13. 5 Hz. 1H). 4. 71 (m, 1H), 2. 92-2. 78 
(m, 4H), 2. 14-2. 02 (ra, 2H), 1. 18 (d. J = 6. 6 Hz, 3H), 1. 16 (d, J = 6. 6 

15 Hz, 3H)» 

mmm 2 ( 1 0 8 ) 

4- [6- c n — f v y^-jv— n — (2-f7y ,| j;^ji/7t-jw 75/] 



5 




COOH 
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COOH 



T L C : R f 0. 35 D P^;i/A : * ^ 7 -;P= 1 0 : 1 ) ; 
NMR : 5 8. 11 (d, J = 8. 1 Hz, 2H), 7. 71 (d, J = 3. 3 Hz, IB), 7. 35 (d, 
J = 3. 3 Hz, 1H), 7. 34 (d, J = 8. 1 Hz, 2H), 7. 15 (s, IB), 6. 75 (s, 1H), 
5 4.97 On, 1H), 4.77 (in, 1H), 3. 80-3.47 On, 2H), 2. 89-2. 82 (in, 4H), 
2.15-2.01 (in, 2H), 1.73 On, 1H), 1.05-0.85 On, 6H)„ 



mmm 2 (109) 

4- [6- [N-- f V^nfcT/P-N- (4-*^)l-2~ ^T^))V7,)VZ7 




TLC : R f 0. 41 (^DD^M : — 9 : 1) ; 

NMR : 6 8. 11 (d, J = 8. 4 Hz, 2H), 7. 50 (d, J = 8. 4 Hz, 2H), 6. 98 (d, 
J = 0. 9 Hz, 1H), 6. 94 (s, 1H), 6. 84 (s, 1H), 5. 11-5. 00 On, 2H). 4. 71 On. 
15 1H), 2. 91-2. 79 On, 4H), 2. 47 (d, J = 0. 9 Hz, 3H), 2. 15-2. 03 On, 2H), 1. 18 
(d, J = 6. 6 Hz, 3H), 1. 15 (d, J = 6. 6 Hz, 3H)„ 
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mmm2 (no) 

4- [6- CN — TV^Dt:;i/-N- (4-*9-)l-2~^rW)VX)V7 



5 TLC:Rf 0.40 (2 Dn*M : J — )V= 9 : 1 ) ; 

NMR : d 7. 79 (d, J = 15. 9 Hz, 1H), 7. 56 (d, J = 8. 4 Hz, 2H), 7. 45 (d, 
J = 8. 4 Hz, 2H), 6.98 (d, J = 0. 6 Hz, 1H), 6.92 (s, 1H), 6.85 (s, 1H), 
6.47 (d, J = 15. 9 Hz, 1H), 5. 06-4.95 Cm, 2H), 4.70 (m, 1H), 2.92-2.78 
(m, 4H), 2.46 (d, J = 0. 6 Hz, 3H), 2.16-2.01 (m, 2H), 1.17 (d, J = 6. 6 
10 Hz, 3H), 1.14 (d, J = 6. 6 Hz, 3H), 

mnw2 (ill) 

3 - 4- [6- [N--f V^nejlz-N- (4~*^)l- 2 -^T 



TLC:Rf 0.30 iMXC^V> : *^/-;i/= 1 9 : 1) ; 

NMR (DMS0-d 6 ) : 5 12.38 (brs, 1H), 7.57 (brs, IB), 7.56 (d, J = 15. 9 




15 
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Hz, 1H), 7. 53 (s, 1H), 7.49 (brd, J = 8. 1 Hz, 1H), 7. 39 (d, J = 8. 1 Hz, 
1H), 7.13 (s, 1H), 6.83 (s, 1H), 6.53 (d, J= 15. 9 Hz. 1H), 4.99 (brs, 
2H), 4.47 (m, 1H), 2.87 (in, 2H), 2.77 (m, 2H), 2.37 (d, J = 0. 9 Hz, 3H), 
2.30 (s, 3H), 2.02 (m, 2H). 1.04 (d, J = 6. 6 Hz, 3H), 1.00 (d, J = 6. 6 



mmM2 (112) 

4- [2- [n — (vy°u\fjv-N- (2~^T^/u;i/x;!/7^-n;i/) 75 
-4, ^Mmm 

/COOH 



TLC:Rf 0. 57 (^ DD*M : / — ;{/= 9 : 1 ) ; 
NMR : 6 8. 10 (d, J = 8. 1 Hz, 2H), 7. 86 (d, J = 3. 0 Hz, 1H), 7. 49 (d, 
J = 8. 1 Hz, 2H). 7.43 (d, J = 3. 0 Hz, 1H), 6.85 (s, 1H), 6.75 (s, 1H), 
5.04 (s, 2H), 4. 72 (sept, J = 6. 9 Hz, 1H), 2.23 (s, 3H), 2.15 (s, 3H), 
15 1. 19 (d, J = 6. 9 Hz, 3H), 1. 15 (d, J = 6. 9 Hz, 3H)„ 

mmm 2(113) 

4- [2- [N-^vy^-N- (2- : ?-TW)V7.)Vy*~)V) 75/] 

-4, 5-^^^yx./^>^M &&mm. 



5 Hz, 3H) 0 



10 
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COOH 



CH 3 



TLC:Rf 0.56 (^DD^JVA : ^;-f=9 : 1) ; 
NMR : <5 8. 11 (d, J = 8. 4 Hz, 2H), 7.70 (d, J = 3. 0 Hz, 1H), 7.36- 
7.32 (m, 3H), 7.07 (s, 1H), 6.66 (s, 1H), 5.10-4.65 (m, 2H), 3.80-3.45 
5 (m, 2H), 2.22 (s, 3H), 2.18 (s, 3H), 1.71 (sept, J = 6. 9 Hz, 1H), I. 15-0. 95 
(m, 6H) 0 

mmM2 (114) 

4- [2- [N—fyyph°;i/-N- (2-^TWfrx^y*~ji>) 75 
10 y] -4, s-i?^)vy^j^^)V] m&M 



TLC:Rf 0.56 PD*M : ;v= 9 : 1 ) ; 

NMR : <5 7. 86 (d, J = 3. 0 Hz, 1H), 7. 79 (d, J = 15. 9 Hz, 1H), 7. 56 (d, 
J = 8. 4 Hz, 2H), 7. 42 (d, J = 8. 4 Hz, 2H), 7. 42 (d, J = 3. 0 Hz, 1H), 6. 84 
15 (s, 1H), 6.76 (s, 1H), 6.46 (d, J = 15. 9 Hz, 1H), 5.04 (d, J = 11. 7 Hz, 
1H), 4.98 (d, J = 11.7 Hz, 1H), 4.71 (sept, J = 6. 6 Hz, 1H), 2.23 (s, 
3H), 2.13 (s, 3H), 1.18 (d, J = 6. 6 Hz, 3H), 1.15 (d, J = 6. 6 Hz, 3H)„ 
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mmrn 2 (115) 

4- [2- [n— -fy^;p-N- (2-^Tv*u;i/x;V7^-n;i/) r$/] 
-4, 5 -^p<^7aiy^->^^;w 




5 CH 3 

TLC:Rf 0.58 (^nn*M : ^^7-jN9 : 1) ; 
NMR : 5 7. 79 (d, J = 15. 9 Hz, 1H), 7. 67 (d, J = 3. 0 Hz, 1H), 7. 55 (d, 
J = 8. 4 Hz, 2H), 7. 34 (d, J = 3. 0 Hz, 1H), 7. 27 (d, J = 8. 4 Hz. 2H), 7. 05 
(s, 1H), 6.67 (s, 1H), 6.47 (d. J = 15. 9 Hz, 1H), 5.00-4. 62 On, 2H), 
10 3.80-3.45 (m, 2H), 2.22 (s, 3H), 2.17 (s, 3H), 1.70 (sept, J = 6. 6 Hz, 
1H), 1. 10-0. 96 (m, 6H)o 

mmm2 a 1 6) 

4- [6- [N--f V^Ptf;l/-N- (2 -^T S JV)V7,)\/7*~)V) 75 
15 /] -Y>^>-5-<;^^>^5P;W fefeBfe 




TLC : Rf 0. 39 (^DP*M : ;V= 1 0 : 1) ; 
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NMR : 6 7. 87 (d, J = 3. 3 Hz, 1H), 7. 80 (d, J = 15. 9 Hz, 1H), 7. 56 (d, 
J = 7. 8 Hz. 2H), 7. 45 (d, J = 7. 8 Hz, 2H), 7. 44 (d, J = 3. 3 Hz, 1H), 6. 94 
(s, 1H), 6.85 (s, 1H), 6.48 (d, J = 15. 9 Hz, 1H), 5.01 (d, I = 13. 2 Hz, 
1H), 5. 00 (d, J = 13. 2 Hz, 1H), 4. 70 (m, 1H), 2. 91-2. 79 (m, 4H), 2. 14-2. 01 
5 (m, 2H), 1. 17 Cd, J = 6. 6 Hz, 3H), 1. 15 (d, J = 6. 6 Hz, 3H) C 

mmm2 a 1 7) 

4- [6- CN-- <y^;i/-N- (2-?7yjJi'XJi'7*-;0 T^y] 



TLC : Rf 0. 40 (^OD^A : *$J— )V= 1 0 : 1) ; 
NMR : (5 7. 80 (d, J = 15. 9 Hz, 1H), 7. 69 (d, J = 3. 3 Hz, 1H), 7. 55 (d, 
J = 8. 4 Hz, 2H), 7. 34 (d, J = 3. 3 Hz, 1H), 7. 27 (d, J = 8. 4 Hz, 2H), 7. 14 
(s, 1H), 6.75 (s, 1H), 6.48 (d, J = 15. 9 Hz, 1H), 4.92 (m. 1H), 4.70 (m, 
15 1H), 3.78-3.46 (in, 2H), 2.90-2.80 (m, 4H), 2.14-2.01 (m, 2H), 1.72 (in, 
1H), 1. 02-0. 83 (m, 6H) 0 

WmM2 (1 1 8) 

3-*^;i/-4- [2- CN—f v y°u\i)v-u- (2-^rv^J)VX)vy 
20 *—)V> 7^/] -4, 5-^f;V7x;^>^^P] 



10 
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COOH 



TLC : Rf 0. 27 D n^kk : / — )V= 9 : 1 ) ; 
NMR : 6 8. 00-7. 90 On. 2H), 7. 87 (d, J = 3. 0 Hz, 1H), 7. 55 (d, J = 7. 8 
Hz, 1H), 7.44 (d, J = 3. 0 Hz, 1H), 6.85 and 6.77 (each s, each 1H), 
5 5. 09-4.92 On, 2H), 4.78-4.62 (m, 1H), 2.39 (s, 3H), 2.25 (s, 3H), 2.16 
(s, 3H), 1. 19 and 1. 15 (each d, J = 6. 6 Hz, each 3H) e 

mmm2 a 1 9) 

3-^)V~4- [2- CN-^V^;l/-N- (2-5 1 7y'JM^7* 

10 75/] -4, 5-w;V7x;^^^] 

H 3 C^^.COOH 



TLC : R f 0. 27 (^ nD$H : *&J—)V= 9 : 1 ) ; 
NMR : 5 7. 95-7. 89 (m, 2H), 7. 70 and 7. 34 (each d, J = 3. 3 Hz, each 
. 1H), 7.32-7.29 (m, 1H), 7. 06 and 6. 69 (each s, each 1H), 5.00-4.68 (m, 
15 2H), 3. 78-3. 48 (ra, 2H), 2. 34 (s, 3H), 2. 23 (s, 3H), 2. 18 (s, 3H), 1. 80-1. 65 
On, 1H), 1.08-0.82 (m, 6H)„ 




■1 AC 
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mMM2 (1 2 0) 

3-*^)l-4- [2- [N — (V7°£ild)l-N- (2 -^TW)V7>)V7 

r^y] -4, s-^^wx/^^^^jw *i^ai 



5 TLC :RfO. 25 (^DP^M : ^^/»J!/=9 : 1) ; 

NMR : 6 7. 87 (d, J = 3. 0 Hz, 1H), 7. 77 (d, J = 16. 2 Hz, 1H), 7. 52-7. 32 
On, 4H), 6.83 and 6.79 (each s, each 1H), 6.46 (d, J = 16. 2 Hz, 1H), 
5. 05-4.87 (m, 2H), 4.75-4.62 (m, 1H), 2.36 (s, 3H), 2.25 (s, 3H), 2.15 
(s, 3H), 1.17 and 1.13 (each d, J = 6. 6 Hz, each 3H) e 

0 

mnm 2 (121) 

75;] -4, 5-^^^;pyoiy^^^^;W 



15 TLC : R f 0. 25 (^DD*M: : 1) ; 

NMR : <5 7. 76 (d, J = 16. 2 Hz, 1H), 7. 69 (d, J = 3. 0 Hz, 1H), 7. 42-7. 35 
(m, 2H), 7. 34 (d, J = 3. 0 Hz, 1H), 7. 25-7. 19 On, 1H), 7. 05 and 6. 70 (each 





CH 3 
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s, each 1H), 6.47 (d, J = 16. 2 Hz, 1H), 4.95-4.62 On, 2H), 3.75-3.48 (m, 
2H), 2. 31 (s, 3H), 2. 24 (s. 3H), 2. 18 (s, 3H), 1. 78-1. 62 (m, 1H), 1. 78-1. 62 
(in, 6H) 0 

5 mmM 2 (12 2) 

3-*?-JV-4- [6- [N — rV7°Dtf;i/-N- (2-?Ty'JJl/X;l/7 



TLC:Rf 0. 44 a U&)VJ* : J — )l>= 9 : 1 ) ; 

10 NMR : 6 7. 88 (d, J = 3. 0 Hz, 1H), 7. 77 (d, J = 16. 2 Hz, 1H), 7. 51 (d, 

J = 8. 1 Hz, 1H), 7. 45 (d, J = 3. 0 Hz, 1H), 7. 42 (d, J = 8. 1 Hz, 1H), 7. 38 

(s, 1H), 6.93 (s, 1H), 6.87 (s, 1H), 6.46 (d, J = 16. 2 Hz, 1H), 5. 02 and 

4. 95 (each d, J = 12. 9 Hz, each 1H), 4. 68 (sept, J = 6. 6 Hz, 1H), 2. 94-2. 78 

(m, 4H), 2. 36 (s. 3H), 2. 16-2. 02 On, 2H), 1. 17 and 1. 14 (each d, J = 6. 6 

15 Hz, each 3H)„ 

mMW2 (1 2 3) 

[6- [N— f Vt/^-N- (2-^7yUJ^jV7^ 
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.COOH 



CH 3 



TLC:Rf 0.39 (^nn*M : 9 : 1) ; 

NMR (DMS0-d 6 ) : <5 7.98 (d, J = 3. 0 Hz, 1H), 7.87 (d, J = 3. 0 Hz, 1H), 
7. 56 (d, J = 16. 2 Hz, 1H), 7. 52 (s, 1H), 7. 50 (d, J = 8. 1 Hz, 1H), 7. 18 
5 (d, J = 8. 1 Hz, 1H), 7.06 (s, 1H), 7.00 (s, 1H), 6.54 (d, J = 16. 2 Hz, 
1H), 5.04-4.66 (m, 2H), 3. 57-3. 37 (m, 2H), 2.93-2.68 (m, 4H), 2.27 (s, 
3H), 2.11-1.93 (m, 2H), 1.64-1.46 (m, 1H), 0.94-0.74 (m, 6H)„ 

mmm2 a 24) 

10 4- [3- CN--T v^;i/-N- (5-^5=-;p- 2-^u;i/x;^*n;v) 
75;] -2-±y^)]/^^^)V\ ^m#m 

/COOH 



TLC:Rf 0. 33 pn*M : — )V= 9 : 1 ) ; 

NMR (CD 3 0D) : 5 8.05 (d, J = 8. 4 Hz, 2H), 7. 82-7.75 On, 3H), 7.53 (d, 
15 J = 8. 4 Hz, 2H), 7.51-7.35 On, 3H), 6.71 (d, J = 3. 3 Hz, 1H), 6.05 On, 
1H), 5.42-4.95 (br, 2H), 3.62 (d, J = 7. 5 Hz, 2H), 2.13 (s, 3H), 1.79-1.61 
On, 1H), 0. 94 (d, J = 6. 3 Hz, 6Hh 
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N- [4, 5-^^^;{/-2- (2-^?JV-4-y7y7x-JW5 : M 

r7:nn;i/i -N-fv^;v- (5-^-2-7'j;W ^7* 
5 -;i/T^ H 



T)Vzf>mmmrF, ^-^)v-a- [2- [N-fv^-N- (5 

-*^)l-2 -y^)V?.)V7*~)V) 75;] -4, 5 --J^)Vy^/^r 
y^)V\ ^Mmm (1 7 8mg ; HIi2T'Mbfc„ ) CD^ffc;^^l/> 
10 (1. 5mL) mm^0°C\z7^mV, ^a^PKF (48/iL) &ckO^ 

J-Vy (1. 5mL) fcSBBU 0"CfC^U T^-T^Jc (lmL, 2 8%) 

5mL) fcl»#U O'Cfcif^U fcfl)S?> (0. 18mL) *«fctfhU7^t 
P^^>X;i^7*>**l7K«SJ (0. 12mL) *Jn^t, 5 0^Mt#Lfc. SJtS 

7c 0 »§y'J^M7A^nYh^77^f - (A^-iUlfJI/) 
20 Tfi&MKU TiB^ttM S^rT § (1 4 9mg) £#fc 0 
TLC : R f 0. 74 (n -'V* i U-> : a®x^;i/= 1 : 1 ) . 
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N- [4, 5-S?;*3Vl—2- C2-^^;i/-4- (5— rh^/'JJW 7 

x-;v^w^r->] 7xn;w -n — rv^;i/~ (5-^^;i/-2-^ 

5 U;W XJl/7t^l/75H 



N— [4, 5-^^-2- (2-^?;V-4->'7;7x^5 1 ;V 

^Mr^) ^oc-;w -n-^vt*^- (5-^?jt/~2-7'j;i/) 

«75F (7 9mg ;##^J4T^L7ho ) , h U ^f^XX' 

10 (4 3mg) ^iJO^., 7P#WMMMb, ££KI> SfiTT- Ift&^Ufc. S 
^t^^y— ;V (3mL) 43ckt^2N^ (2mL) SjEjUtU 2WM^ 

mik&m (8 img) 

15 TLC : Rf 0.52 (^DP^M : J— )\> : 7K= 8 : 2 : 0 . 2) ; 
MS (FAB, Pos. ) : 510 (M + H) + D 

£2*013 (i) -mmm3 os) 

20 3ft;-g-fj£f#fco 
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a»M3 (1) 

N- [4-^00-5-^-2- [2-^^;l/-4- (5-^rh^V*U 




TLC:Rf 0.40 (fft^>: ^^/-^=1 0 : 1) ; 
MS (FAB, Pos.) : 530 (M)* e 



mmms (2) 

10 N- [4, 5-z^^)V~2- l2-^)V-4~ ( 5 — ^ h ^/U ;0 y 
x—Jl^^l/^v'] 7^-)V~] -N-fvyDh>- (5-^^-2- 




TLC:Rf 0.52 (^nn*J|/A : )V : 7fc= 8 : 2 : 0. 2) ; 

15 MS (FAB, Pos.) : 496 (M + H)*o 

-I CI 
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mmm3 (3) 

N— [4-^DD-5-^fJI/-2- [4- (5-f h7 7'J;W ^-Jl^ 
5 X;^;*-—;!'/^ K 



TLC : R f 0. 39 (?DO sft Jl/A : J —)V : 7K— 8:2:0. 2) ; 
NMR : 5 8. 05 (d, J = 8. 1 Hz, 2H), 7. 47 (d, J = 8. 1 Hz, 2H), 7. 08 (s, 
1H), 6.93 (s, 1H), 6.80 (d. J = 3. 3 Hz, 1H), 6.01 (m, 1H), 5.15-4.80 (br, 
10 2H), 3.46 (d, J = 7. 2 Hz, 2H), 2.27 (s, 3H), 2.19 (s, 3H), 1.64 (m, 1H), 
0. 88 (d, J = 6. 9 Hz, 6H) „ 

mmms (4) 

n- [4, 2- [4- (5-^h^y s u;W :7acn;i^^;w 

15 ^->] 7x.~)Ui -N-^yyntf^- (5-^^-2-^u;i/) 
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TLC :Rf 0.41 Dn^M : )V : 7jc= 8 : 2 : 0 . 2) ; 

NMR (DMS0-d 6 ) : d 8. 04 (d, J = 8. 1 Hz, 2H>, 7. 66 (d, J = 8. 1 Hz, 2H). 
7.01 (s, 1H), 6.91 (d, J = 3. 3 Hz, 1H), 6.76 (s, 1H), 6.29-6.23 (m, 1H), 
5 5. 18 and 5. 12 (each d, J = 13. 5 Hz, each 1H), 4. 30 (sept, J = 6. 6 Hz, 
1H), 2.30 (s, 3H), 2.23 (s, 3H), 2.14 (s, 3H), 1.02 and 1.00 (each d, 
J = 6. 6 Hz, each 3H) a 

mMM3 (5) 

10 N- [4, 5-^*5P;i/-2- [4- (5-^h^\/U;V) 7i-JV^^V 

ttzs] y^-)Vl — n — (v^jv- (5-^^;P-2-^u;i/) 7.)Vy 



TLC:Rf 0. 37 (^nn*M : )V : 7jc= 8 : 2 : 0. 2) ; 

15 NMR (DMSO-d 6 ) : 8 8.04 (d, J = 8. 4 Hz, 2H), 7.53 (d, J = 8. 4 Hz, 2H), 
6.96 (s, 1H), 6.92 (s, 1H), 6.82 (d, J = 3. 3 Hz, 1H), 6.19-6.13 (m, 1H), 
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5. 28-4. 82 (m, 2H), 3. 38 (d, J = 6. 9 Hz, 2H), 2. 21 (s, 3H), 2. 14 (s, 6H), 
1.64-1.44 (ra, 1H), 0.85 (d, J = 6. 6 Hz, 6H)„ 

mffiM3 (6) 

5 N- [4-h'J7MD^;V-2- [4- 7 

^WM-*^] y^-)Vl -N--fy^-2-f7yjji/7;i/7t-;i/ 

75 F 



TLC: Rf 0.46 (^nn^A : )V : xK= 8 : 2 : 0. 2) ; 

10 NMR : 5 8.09 (d, J = 8. 4 Hz, 2H), 7.76 (d, J = 2. 7 Hz, 1H), 7.49- 
7.44 (m, 4H), 7.27 (m, 1H), 7.19 (s, 1H), 5.01 (br, 2H), 3.63 (d, J = 
7.2 Hz, 2H), 1.67 (m, 1H), 0.97 (d, J = 7. 2 Hz, 6H) 0 

mmm3 m 

15 N- [4- MJ7MD^fJI/-2- [4- ( 5 -5r h 9V U ;W 7xZjl/ 

^^M-^rv-] 7^~M -n — r v:7°ntf;i/- 2-^Tyy;l/x;^:7 : e-~ 
;^:^i£ k 
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TLC:Rf 0.31 P P^l/A : J—)]/ : 7jc= 8 : 2 : 0 . 2) ; 
NMR : 5 8. 07 (d, J = 8. 1 Hz, 2H), 7. 94 (d, J = 3. 3 Hz, 1H), 7. 60 (d, 
J = 8. 1 Hz, 2H). 7. 56 (d, J = 3. 3 Hz, 1H), 7. 36-7. 20 (ra, 3H), 5. 17 and 
5 5. 13 (each d, I = 12. 0 Hz, each 1H), 4.68 (sept, J = 6. 6 Hz, 1H), 1. 15 
and 1. 14 (each d, J = 6. 6 Hz, each 3H) 0 

mMM3 (8) 

N— l4:-hV~7)V-3TU*?-)V-2- [4- (5-Th77U;W ~7 )V 



TLC:Rf 0. 31 (# DD^l/A : — ;l/ : 7jt= 8 : 2 : 0 . 2) ; 

NMR : d 8. 04 (d, J = 8. 1 Hz, 2H), 7. 42 (d, J = 8. 1 Hz, 1H), 7. 37 (d, 
15 J = 8. 1 Hz, 2H), 7.23 (m, 1H), 7.16 (s, 1H), 6.99 (s, 1H), 4. 95 (br, 2H), 
3. 56 (d, J = 6. 6 Hz, 2H), 2. 26 (s, 3H), 1. 59 (sep. J = 6. 6 Hz, 1H), 0. 84 
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(d, J = 6. 6 Hz, 6H) 0 

N- L4-hV7)l3rU*?-)]s-2- [4- (5-fh77'j;W 71-^ 



TLC : R f 0. 42 DD^M : ^-5? / — )V : 7X= 8:2:0. 2) ; 
NMR : 5 7.93 (d, J = 8. 1 Hz, 2H), 7.41 (d, J = 8. 1 Hz, 2H), 7.24- 
10 7.16 (m, 3H), 7.02 (s, 1H), 5.10-4.92 (in, 2H), 4.57 (quin, J = 6. 6 Hz, 
1H), 2.39 (s, 3H), 1.04 (d, J = 6. 6 Hz, 3H), 1.02 (d, J = 6. 6 Hz, 3H)„ 

mmm3 a o> 

N- [4-^700-5-^^-2- [2-^^;V-4- 
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V 



TLC : R f 0. 24 (mt*^U> : * 9 J —)V= 1 0 : 1) ; 
MS (FAB, Pos.) : 547 (M) + 0 

5 H»!|3 (1 1) 

N- [4-^DD-5-^Jt/-2- [4- (5-Th77»JJW 7 ^~)V 



10 T L C : R f 0. 24 (Mit^Uy : 1 0 : 1 ) ; 

•MS (FAB, Pos.) : 533 (M)* 0 

mmM3 (1 2) 
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TLC:Rf 0. 38 DD*J1/A : )V : tK= 8 : 2 : 0 . 2) ; 

NMR : a 7. 91 (s, 1H), 7. 82 (d, J = 7. 8 Hz, 1H). 7. 64 (d, J = 7. 8 Hz, 
1H), 7.33-7.20 On, 3H). 7.12 (s, 1H), 5.11 (s, 2H), 4.65 (sept, J = 6. 6 
5 Hz, 1H), 2.49 (s, 3H), 2.43 (s, 3H), 1.12 (d, J = 6. 6 Hz, 6H) B 

mmm3 a 3) 

N- [4- h'J7MD^^-2- [2-;*5P;i/-4- (5-rh7yj 

;W 7x^;Mfi^'>] 7x^jh -n — rv^;i/~ (4-*^- 

10 2-fTyjJl/) XJl/7t^75F 



TLC : R f 0. 34 Pn*M : *&S~-)\> : zK= 8 : 2 : 0 . 2) ; 
NMR : 5 7.97 (s, 1H), 7.89 (d, J = 8. 1 Hz, 1H), 7.48-7.38 (m. 2H), 
7. 34-7. 18 (m, 2H), 7. 05 (s, 1H), 5. 12-4. 84 (m, 2H), 3. 59 (d, J = 7. 2 Hz, 
15 2H), 2.41 (s, 3H), 2.34 (s, 3H), 1.74-1.58 (m, 1H), 0.89 (d, J = 6. 6 Hz, 
6H) 0 




158 



WO 02/072145 



PCT/JP02/02359 



mmm3 a 4) 

n- [4, 5->?^;v- 2- [2-^^;i/-4- (5— T-b^yu;w 7 

5 Tl/'JJW 7Jl/7t-^75 H 



TLC : R f 0. 46 (^nn^l/A : ^7 — ^ : zk= 8 : 2 : 0 . 2) ; 
MS (FAB, Pos.) : 527 (M + H)* 0 

io mmmz u 5) 

n- [4, 5->^^^;i/-2- [2-*^;i/-4- (s-^h^v'u;^) 7 
i-jmw^->] 7x-;v] -N--ry^ntf;i/- (4-;*5P;u- 2- 



15 TLC : R f 0. 52 Pn^M : )V : 7jc= 8 : 2 : 0 . 2) ; 
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MS (FAB, Pos. ) : 513 (M + H) + „ 

mmms (i 6) 

N- [4, 5-i?*^JV- 2 - [4- 7x"JW^ 

5 ^rc-;w -N-- <yypti 0 ;p- (4-^^i/-2-f7V'j;0 




TLC:Rf 0. 29 D D/ft;l/A : ;*^/-;l/= 5 : 1 ) ; 
MS (APCI, Neg. 20V) : 497 (M - H)\ 

10 

mnm 3 < 1 7 > 

N- [4, 5 -*J*^)V-2- [4- (5— rh^Wnd y^)V^)V 

7*.~M -n— fy^;p- (4-^9 1 ;i/-2-?7VU;W x 




15 CH 3 
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TLC:Rf 0.26 (^nD*M:^y-^=5 : 1) ; 
MS (APCI, Neg. 20V) : 511 (M - H)" 0 

mmm 3 (is) 

5 N- [4-^DD-5-^-2- [4- (5—?h? x SV)V) 7x^ 




TLC : R f 0. 31 (#nP2fr;i/A : — )V : tK= 8 : 2 : 0. 2) ; 

10 NMR : <5 8. 02 (d, J = 8. 4 Hz, 2H), 7. 51 (d. J = 8. 4 Hz, 2H), 7. 10 (s, 
IB), 6.98 (s, 2H), 5.03 and 4.95 (each d, J = 12. 6 Hz, each 1H), 4.65 
(sept, J = 6. 6 Hz, 1H), 2. 46 (s, 3H), 2.26 (s, 3H), 1. 13 and 1. 12 (each 
d, J = 6. 6 Hz, each 3H) 0 

15 mums (i 9) 

N- [4-^00-5-^^-2- [4- (5-rh7yU;W ~7^.~JV 

^jvtts/] y^-)V\ — n — rv^;v- (4-^^;v-2-^ri/u 
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N 
H 



CH 3 



TLC:Rf 0. 29 (^DD^A : )V : 7jc= 8 : 2 : 0. 2) ; 

NMR (DMS0-d 6 ) : 5 8.05 (d, J = 8. 4 Hz, 2H), 7.52 (s, 1H), 7. 45 (d, J 
= 8. 4 Hz, 2H), 7.26 (s, 1H), 7.25 (s, 1H), 5.25-4.73 (m, 2H), 3.62-3.40 
5 (m, 2H), 2.26 (s, 3H), 2.22 (s, 3H), 1.66-1.50 (ra, 1H), 0.88 (d, J = 6. 6 
Hz, 6H) 0 

mmms (2 0) 

N- [4, 5-v^5F;i/-2- 4- (5 — x h^/U )V) 

io y^^v^jv^^ y^-)V\ -N--r yynwv- (4-^^-2 



TLC :Rf 0.31 (^DO^JI/A : ^^7-^=5 : 1) ; 
NMR(CDC1 3 + 1 drop of CD 3 0D) : 6 7.71 (d, J = 7. 5 Hz, 1H), 7.70 (d, 
15 J = 1. 5 Hz, 1H), 7.51 (dd, J = 7. 5, 1.5 Hz, 1H), 7.07 (d, J = 0. 9 Hz, 
1H), 6.83 (s, 1H), 6.82 (s, 1H), 5.09 (d, J = 13. 8 Hz, 1H), 5.04 (d, J 
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= 13.8 Hz, 1H), 4.68 Cm. 1H), 3.97 (s, 3H), 2.46 (d, J = 0. 9 Hz, 3H), 
2.25 (s, 3H), 2.16 (s. 3H). 1.15 (d, J = 6. 6 Hz, 3H), 1.14 (d, J = 6. 6 
Hz, 3H) 0 

5 nMM3 (2 1) 

N— [4-h'j7Mn^?Jl/-2- [4- (5~^h9VU)V) y^-)V 

75 H 



10 TLC:Rf 0.47 ii? nn^M : — )V= 3 : 1 ) ; 

NMR (DMS0-d 6 ) : <5 8.91 (dd, J = 2. 4, 0.6 Hz, 1H), 8.73 (dd, J = 4. 5, 
1. 8 Hz, 1H), 8. 14 (ddd, J = 8. 4, 2. 4, 1. 8 Hz, 1H), 8. 04 (d, J = 8. 4 Hz, 
2H), 7.57 (s, 1H), 7.55 (d, J = 8. 4 Hz, 2H), 7.47 (ddd, J = 8. 4, 4.5, 
0.6 Hz, 1H), 7.43-7.38 Cm, 2H), 5.28 (d, J = 12. 3 Hz, 1H), 5.21 (d, J 

15 =12. 3 Hz, 1H), 4.45-4.25 (m, 1H), 1.04 (d, J = 6. 6 Hz, 3H), 1. 00 (d, 
J = 6. 6 Hz, 3H) „ 

mmmz (2 2) 

N- [4- h V7)V3rU*^)V- 2- [4- (5-erb^V ? U;i/) 7i3 
20 ^JV&^^l 7x^] -N— f vy^-lV- 3-¥W)VX)U7*~)lT 
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TLC : Rf 0. 47 (^DO^A : )V= 3 : 1) ; 

NMR : <5 8. 89 (d, J = 1. 5 Hz, 1H), 8. 46 (dd, J = 4. 8, 1. 5 Hz, 1H), 8. 00 
(d, J = 8. 4 Hz, 2H), 7. 83 (dt, J = 8. 1, 1. 5 Hz, 1H), 7. 59 (d, J = 8. 4 
5 Hz, 1H), 7.35 (dd, J = 8. 4, 0. 9 Hz, 1H), 7.26-7.20 (m, 1H), 7.19 (d, J 
= 0.9 Hz, 1H), 7.14 (d, J = 8. 4 Hz, 2H), 4.95 (brs, 1H), 4.77 (brs, 1H), 
3.56 (brs, 1H), 3.40 (brs, 1H), 1.70-1.60 (m, 1H), 0.94 (brs, 6H) 0 

mnmz (2 3) 

10 N- i4-YVy)VJru*?-)V-2- [4- (5-7-h?*SV)V) 7ju~)\s 
tf-JVtt*/] 7x-;i/] — N — tV7°U\±)V- 2 -\ZV-J)V7,)V7*~)V 
75 H 



TLC:Rf 0. 47 (^ P UftJVA : S—)V= 3 : 1 ) ; 
15 NMR : <5 8.69 (d, J = 4. 8 Hz, 1H), 8.02 (d, J = 8. 4 Hz, 2H), 7.92- 
7.76 (m, 2H), 7.52 (d, J = 8. 4 Hz, 2H), 7. 46-7.38 (m, 1H), 7.30-7.26 (m, 
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3H), 5. 08 (d, J = 12. 0 Hz, 1H), 5. 01 (d, J = 12. 0 Hz, 1H), 4. 75-4. 55 (m, 
1H), 1.11 (d, J = 7. 5 Hz, 3H), 1.08 (d, I = 7. 5 Hz, EH) C 

mMM3 (2 4) 

5 N— [4- hU7Mn^Jl/-2- [4- ( 5 -^r h ^ % ./U ;W ^oi";!/ 



TLC:Rf 0.38 n nftjlj* : — )V= 3 : 1 ) ; 

10 NMR : 6 8.60-8.45 On, 1H), 8.10 (d, J = 8. 4 Hz, 2H), 7.80-7.70 (m, 
2H), 7.49 (d, J = 8. 1 Hz, 1H), 7.38 (d, J = 8. 4 Hz, 2H), 7.38-7.31 (m, 
1H), 7.30-7.20 (m, 1H), 7.14 (d, J = 1. 8 Hz, 1H), 4.91 (brs, 2H), 3.63 
(brd, J = 6.3 Hz, 2H), 1.70-1.55 On, 1H), 0.89 (d, J = 6. 6 Hz, 6H)„ 

15 mmm3 (25) 

N- [4-hU7MD^Jl/-2- [2-*^;V-4- (5— rh7^J 

)V) y^jv^j^^l yx.~)V~] -N— YV7°Dtf;i/-2-t:U^ 
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TLC : R f 0. 24 a UvfrJVA : J— )V= 3 : 1 ) ; 
NMR : 6 8. 69 (d, J = 4. 8 Hz, 1H), 7. 92-7, 75 On, 4®, 7. 58 (d, J = 7. 8 
Hz, 1H), 7.48-7. 39 On. 1H), 7.31-7.18 (m, 3H), 5.03 (s, 2H), 4.72-4.58 
5 (m, 1H), 2.37 (s. 3H), 1.11 and 1.09 (each d, J = 6. 6 Hz, each 3H) 0 

mMM3 (2 6) 

N- [4, 5. --J^)V-2- 12-*^)V~ 4- ( 5 -=r V y l/U )V) 7 
10 H 




CH 3 

TLC : Rf 0.40 (^DD*;VA : J — )V : zK= 8 : 2 : 0 . 2) ; 
MS (FAB, Pos.) : 507 (M + H) + „ 



15 I»J3 (2 7) 

N— [4, 5-^^^;w-2- [2-^^;l/~4- (5~Th7yj;i/) 7 
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TLC : R.f 0.44 P Uft)V& : —)V : 7jc= 8 : 2 : 0 . 2) ; 

5 MS (FAB, Pos.) : 507 (M + H) + „ 

mMWt3 (2 8) 

N- 5-^^-2- [4- (5 -^h^U;!/) 



TLC.'Rf 0.28 (^DD*M : : 7K= 8 : 2 : 0. 2) ; 

NMR (DMS0-d 6 ) : <5 8. 69 (d, J = 1. 8 Hz, 1H), 8. 64 (dd, J = 4. 8, 1. 8 Hz, 
1H), 8. 00 (d, J = 8. 1 Hz, 2H), 7. 98-7. 92 (m, 1H), 7. 40 (dd, J = 8. 1, 4. 8 




10 
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Hz, 1H). 7.30 (d, J = 8. 4 Hz, 2H), 7.27 (s, 1H), 7.24 (s. 1H), 5.17- 
4.68 Ob, 2H), 3.46-3.16 (m, 2H), 2.28 (s, 3H), 1.60-1. 42 (m, 1H), 
1.00-0.73 (m, 6H) 0 

5 mmm3 (2 9) 

N- [4, 5->^^;!/-2- [2-i70n-4- (5-^h^/U;K> 7 



10 TLC:Rf 0. 22 (i? ntij$\)Vl* : / — )V : tK=4 0:10:1) ; 
NMR : 5 8. 52 (d, J = 4. 5 Hz, 1H), 8. 20 (d, J = 1. 5 Hz, 1H). 7. 98 (d, 
J = 7. 8 Hz, 1H), 7. 79 (dt, J = 1. 5, 8. 1 Hz, 1H), 7. 71 (d, J = 8. 1 Hz, 
1H), 7.47 (d, J =7. 8 Hz, 1H), 7.35-7. 30 (m, 1H), 7.04 (s, 1H), 6.63 (s, 
1H), 4.90 (br, 1H), 4.64 (br, 1H), 3.67 (br, 1H), 3.57 (br, 1H), 2.21 

15 (s, 3H), 2.15 (s, 3H), 1.80-1.60 On, 1H), 0.91 (br, 6H) 0 

mmM3 (3 0) 

n— [4, 5-^^^;v-2- [2-^nn-4- (5-Th7^/'J;W y 

20 *^75 F 
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TLC : R f 0. 22 (^DD*M : J— )V : 7jc=4 0:10:1) ; 
NMR : d 9. 11 (d, J = 1. 8 Hz, 1H), 8.61 (dd, J = 4. 8, 1.5 Hz, 1H), 
8. 20-8. 10 (in, 2H), 7. 88 (dd, J = 7. 8, 1. 5 Hz, 1H), 7. 42 (dd, J = 8. 1, 
5 4.8 Hz, 1H), 7.33 (d, J = 7. 8 Hz, 1H), 7.01 (s, 1H), 6.79 (s, 1H), 4.96 
(d, J = 13. 5 Hz, 1H), 4. 93 (d, J = 13. 5 Hz, 1H), 4. 60-4. 45 On. 1H), 2. 29 
(s, 3H), 2.23 (s, 3H), 1.25 (d, J = 6. 6 Hz, 3H), 1.11 (d, J = 6. 6 Hz, 
3H) 0 



io mmm 3(31) 

N— [4, 5-5?*?-)V-2- [2-^nn-4- (5— rh^SVM V 



15 TLC : Rf 0. 22 P Dtf^A : ^ — )V : 7jc= 4 0 : 1 0 : 1 ) ; 
NMR : 5 8. 97 (d, J = 1. 8 Hz, 1H), 8. 55-8. 45 (in, 1H), 8. 15 (d, J = 1. 5 
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Hz, 1H), 7. 89 (d, J = 7. 8 Hz, 1H), 7. 83 (dt, J = 8. 1, 1. 8 Hz, 1H), 7. 31 
(dd, J = 8. 1, 4. 8 Hz, 1H), 7. 24 (s, 1H), 7. 07 (d, J = 7. 8 Hz, IB), 6. 75 
(s, 1H), 4.89 (d, J = 12. 5 Hz, 1H). 4.63 (d, J = 12. 5 Hz, 1H), 3.70- 
3.60 On, 1H), 3.45-3.30 (m, 1H), 2.30 (s, 3H), 2.26 (s, 3H), 1.80-1.60 
5 On, 1H), J = 6. 6 Hz, 3H), 0.93 (d, J = 6. 6 Hz, 3H) D 

mmm 3 02) 

n- [4, s--j^)V-2- [4- (5-^h^yu;w y^-)v^)v 



TLC : R f 0. 23 (^nD*M : ^^/~;V=5 : 1) ; 
MS (APCI, Neg. 20Y) : 477 (M - H)-„ 

mmm 3 (33) 

15 N- [4, 5--J^^)V-2- [4- (5 -er h^/U.tt') y^~)V^)V 



10 
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T L C : R f 0. 23 D Wfc)V& : 5 : 1 ) ; 

MS CAPCI, Neg. 20V) : 491 (M - H)" 0 

5 mmm3 (3 4) 

N- [4, 5-i?*^)\,-2- [4- (5-^h?W)l>) 7i^JWW!/ 



TLC:RfO. 23 (^DD^A:^^y-;l/=5 : 1) ; 
10 MS (APCI, Neg. 20V) : 491 (M - H)~ 0 

mmm3 (3 5) 

N- [4-^nn-5-^fJI/-2- [2 -j*5\U/-4- (5-rh7l/U 
15 ?,)Vy*-)VT^ H 
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TLC : R f 0. 30 □ D^;UA : *9 J —)V : zfC= 8 : 2 : 0 . 2) ; 
NMR (DMS0-d 6 ) : 6 8. 67 (d, J = 3. 6 Hz, 1H), 7. 98-7. 88 On, 2H), 7. 85-7. 78 
On, 2H). 7.55-7.48 (m, 2H), 7.37 (s. IB). 7.04 (s, 1H), 5.10 (ABd, J = 
5 13. 2 Hz) and 5. 04 (ABd, J = 13. 2 Hz) total 2H, 4. 49 (sept, J = 6. 9 Hz, 
1H), 2.36 (s, 3H), 2.23 (s, 3H), 1.02 (d, J = 6. 9 Hz) and 0.99 (d, J = 
6. 9 Hz) total 6H„ 

mmM3 (3 6) 

10 N- [4-^DD-5-^WI/-2- [2-PWI/-4- (5 

M 7x-;w»^>'] 7x^jW -n-< rv^;p-2 




TLC : R f 0. 26 D Dsfr^A : ^ ^ /— ;p : 7jc= 8 : 2 : 0 . 2) ; 
15 NMR (DMS0-d 6 ) : d 8.48 On, 1H). 7.93-7.85 Cm) and 7.90 (dd, J = 7. 8, 
1. 8 Hz) total 2H, 7. 81 (d, J = 8. 1 Hz, 1H), 7. 68 (d, J = 8. 1 Hz, 1H), 
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7. 44 (ddd, J = 7. 8, 4. 8, 1. 2 Hz, IB), 7. 29 (s) and 7. 27 (d, J = 7. 8 Hz) 
total 2H, 7.20 (s, 1H), 4.92 (in, 2H), 3.47 On, 2H), 2.31 (s, 3H), 2.23 
(s, 3H), 1.50 (in, 1H), 0.81 (d, J = 6. 6 Hz, 6H)„ 



5 mMM3 (3 7) 

N- [4, 5 2- [2-^h^~>-4- (5-rh7^'J;W 

7 x - )V* ^)l$r* 7x — n — f y - 2 - tf u y 




CH 3 



10 TLC : Rf 0. 23 CMs^t^ : / — 1 0 : 1 ) ; 
MS (FAB, Pos.) : 523 (M + H)*„ 



mmm3 (3 8) 

N- [4, 5~5?* l 7')V-2- [2-^h^->-4- (5-Th77UJW 

15 7x- ;i/*^;i/sMr~>] -n — r V7°ntr;i/-2-b°u> ? ;i/x;i/ 
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TL C : R f 0. 23 (£7 DD^A : J — )V= 10:1) ; 
5 N- [4, %--J^)V-2- [2-^^;i/-4- (N-tFD^>75v 




CH 3 



N— [4, 5-^^^;i/-2- (2-/fj|/-4-^7;7x^JW5 : ;i/ 

t^VTa H (7 0mg ; ##^4^Lfc. ) ©X^;-;V (2mL) 
SSKfcSSftT, h'JX^75> (4 2 *J;^tFD^>/Jl/75>S 

(2 lmg) smmmmvrco simmr^ Kmm\z7k$>&z$ 

15 &ttZnmG&fo (8 0mg) 

174 



WO 02/072145 



PCT/JP02/02359 



TLC : Rf 0. 38 (n-A^> : itxf J|/=2 : 3) 0 

N- [4, 5 -Z?*=?)V- 2 - 12-*^)V~4- (5-r^V-l, 2, 
5 4-^^77- ;i/-3— r;V) ^X^M/^^] -N 



N- [4, 5-e^^^;i/-2- [2-^.^-4- (N-fc Kn3r~>ys 

10 -2-7U;W X;i/7^-n;i/T$F (7 8rag ;#f«5TMUc 0 ) <D 
N, N-^;*5Vl^;l/Ay$ F (lmD igtfftfc, O c CTtfU^> (16ft 
D *5cfc^nn^m-2-x^;^^^;i/ (30/iD £3JP;5L lPtRM 

U fg^U MEEP^bfeo mmmz3ris\s> (2mL) £#PtL 1401; 

fit^T^^S^tl (4 2mg) £#fc„ 
T L C : R f 0. 43 (^DntfUkk : )V= 1 9 : 1) ; 

NMR : 6 10.69 (br, 1H), 7.62 (s, 1H), 7.59 (d, J = 8. 1 Hz, 1H), 7.54 

20 (d, J = 8. 1 Hz, 1H), 6.97 (s, 1H), 6.78 (d, J = 3. 3 Hz, 1H), 6.71 (s, 




CH 3 
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1H), 6. 00 (d, J = 3. 3 Hz, 1®, 4. 94 (br, 2H). 3. 46 (d, J = 7. 5 Hz, 2H), 
2.39 (s, 3H), 2.24 (s, 3H), 2.19 (s, 3H), 2.18 (s, 3H), 1. 70-1. 55 (m, 
1H), 0. 89 (d, J = 6. 6 Hz, 6H) D 

5 mmm4 en -mmm^ (22) 

§»M4 (1) 

N- [4-^DD-5-^fJl/-2- [4- (5-^V-l, 2, 4-^ 
10 3f"*)ri?T*/—)V- 3 -<i)V) yx.—fr^frtt-sl 7x.—)lsl -N — fV 



TLC : R f 0.40 (^DO*M : J— )V=1 9 : 1) ; 
NMR : 5 10.81 (br, 1H), 7.79 (d, J = 8. 3 Hz, 2H), 7.63 (d, J = 8. 3 
15 Hz, 2H), 6.97 (s, 1H), 6.92 (s. 1H), 6.84 (d, J = 3. 3 Hz, 1H). 6.10- 
6.00 (m, 1H), 5.07 (s, 2H), 4.55-4.35 On, 1H), 2.34 (s, 3H), 2.28 (s, 
3H), 1.10 (d, J = 6. 6 Hz, 3H), 1.07 (d, J = 6. 6 Hz, 3H) C 

H»J4 (2) 

20 N- [4-^nD-5-/^-2- [4- (5-^^rV-l, 2, 4 

^7^-3-^;W 7x^MfM+->l 7i-;W -N — TV 
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TLC:Rf 0. 38 (^DD^M : *&J— )V= 1 9 : 1) ; 
NMR : d 11.01 (br, 1H), 7.80 (d, J = 8. 3 Hz, 2H), 7.52 (d, J = 8. 3 
5 Hz, 2H), 7.10 (s, IB), 6.92 (s, 1H), 6.78 (d, J = 3. 3 Hz, 1H), 6.05- 
5. 95 (m, 1H). 5. 02 (br, 2H), 3. 45 (d, J = 7. 2 Hz, 2H), 2. 29 (s, 3H), 2. 20 
(s, 3H), 1. 70-1.55 (m, 1H), 0.90 (d, J = 6. 9 Hz, 6H)„ 

10 N- [4, 2 - [2-^^-4- (5-^V-l, 2, 




TLC : R f 0. 43 (^DD^M : ^^/-Jl/=1 9 : 1) ; 
15 NMR : 6 10. 34 (br, 1H), 7. 71 (d, J = 8. 1 Hz, 1H), 7. 65-7. 55 (m, 2H), 
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6.86 (d, J = 3. 3 Hz, IB), 6.79 (s, IH), 6.74 (s, 1H), 6.10-6.05 On. 1H), 
4.93 (s, 2H). 4.50-4.40 On. 1H), 2.37 (s, 3H), 2.34 (s, 3H), 2.26 (s. 
3H). 2.17 (s, 3H), 1.09 (d, J = 6. 6 Hz, 3H). 1.07 (d, J = 6. 6 Hz, 3H) C 

5 nm&U (4) 

N- [4, S-V 2- [4- (5 -rt^V- 1, 2, A—fr^z? 

TV-;i/-3 — OV) 7x^^W'l : '>] 7xn;W -n— rv^;i/ 



10 TLC : R f 0. 53 (2UUTk)V2± : *5>J~ )V= 9 : 1) ; 

NMR : 5 11. 10-10. 50 (br. 1H, NH), 7. 78 (d, J = 8. 7 Hz. 2H). 7. 52 (d, 
J = 8. 7 Hz, 2H), 6.97 (s, IH), 6.78 (d, J = 3. 3 Hz, 1H), 6.69 (s, IH), 
6. 01-5. 98 On, IH), 5. 15-4. 85 On, 2H). 3. 46 (d, J = 7. 2 Hz, 2H), 2. 22 (s, 
3H), 2.20 (s, 3H), 2.17 (s, 3H), 1.73-1.60 On. IH), 0.90 (d, J = 6. 9 Hz, 



mmm4 (5) 

N— [4, 5-5?pWV-2- [2-* h3r->-4- (5-^7-1, 2, 
4-tW7!/-^-3-fjW 7x^JMfM+v] ' 7x-JW -N 

20 -^cv^)v- (5-^^-2-7'j;w x;v7t-;v75H 




15 6H) o 
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TLC : R f 0. 46 (Mit*^V> : S—)V= 1 0 : 1 ) ; 
MS (FAB, Pos.) : 542 (M + H) + „ 

5 mmM4 (6) 

N- [4, 5 -~J*^)V-2- [2-^h^r->-4- (5-^V-l, 2, 



10 TLC:Rf 0.44 (If^fl/^ : ^^/-^=1 9 : 1) ; 

NMR : a 7. 68 (d, J = 8. 1 Hz, 1H), 7. 35 (dd, J = 8. 1, 1. 5 Hz, 1H), 7. 24 
(d, J = 1.5 Hz, 1H), 6.91 (d, J = 3. 3 Hz, 1H), 6. 77 (s, 1H), 6.72 (s, 
1H), 6. 11 (dd, J = 3. 3, 0. 6 Hz, 1H), 4. 92 (d, J = 14. 7 Hz, 1H), 4. 83 (d, 
J = 14. 7 Hz. 1H), 4.49 (m, 1H), 3.93 (s, 3H), 2.37 (s, 3H), 2.25 (s, 3H), 

15 2.17 (s, 3H), 1.09 (d, J = 6. 9 Hz, 3H), 1.07 (d, J = 6. 9 Hz, 3H)„ 
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mmm4 (7) 

N- [4-hU7jl/tP^?Jl/-2- [4- (5-^V-l, 2, 4-=T 

W7^-;i/-3 — r;w 7iz;m?^^] 7i-iW -n— rv 



5 




TLC : Rf 0. 23 (n-^f>:^ilX^=l : 1) ; 
NMR : 5 7. 96 (d, J = 3. 3 Hz, 1H), 7. 82 (d, J = 8. 4 Hz, 2H), 7. 65 (d, 
J = 8.4 Hz, 2H), 7. 57 (d, J = 3. 3 Hz, 1H), 7. 34-7. 22 (m, 3H), 5. 19 (s, 
2H), 4. 68 (sept, J = 6. 6 Hz, 1H), 1. 15 and 1. 14 (each d, J = 6. 6 Hz, each 
10 3H) o 

mmm4 (8) 

N- [4-b'J7J!/tn^-2- [4- (5-2h^V-l, 2, 
W7!/^-3-^f;W y=c^)V^)V^^'] 7xrjW -N-< TV 

15 ^Dtfji/- (4-^^;v-2-5^T\/u;i/) x;v^^-3i;vT5 H 




-i r>r» 
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TLC:Rf 0.60 DD^H : J — )V : 7jc= 8 : 2 : 0 . 2) ; 
NMR : 6 7.82 (d, J = 8. 4 Hz, 2H), 7.64 (d, J = 8. 4 Hz, 2H), 7.32- 
7.24 Cm, 3H), 7.11 (d, J = 0. 9 Hz, 1H), 5.19 (s, 2H), 4.68 (quin, J = 
6.6 Hz, 1H), 2.51 (d, J = 0. 9 Hz, 3H), 1. 14 (d, J = 6. 6 Hz, 6H)„ 



N- [4-h>j7;l/tP^^-2- [4- (5-^V-l, 2, 4-3r 

^77^-3 — ov) ^ain;M^;i/^->] 7iuw -n — rv 
y^;w- (4-^^-2-WJJV) x;i/y*r:;vT$ H 



TLC:Rf 0.60 (^DDJjxM : — ;W : zfc= 8 : 2 : 0. 2) ; 

NMR : <5 7. 83 (d, J = 8. 4 Hz, 2H), 7. 48 (d, J = 8. 4 Hz, 2H), 7. 45 (d, 
J = 7. 8 Hz, 1H), 7. 27 (m, 1H), 7. 18 (d, J = 1. 5 Hz, 1H), 7.04 (d, J = 
0.6 Hz. 1H), 5.05 (br, 2H), 3.60 (d, J = 6. 9 Hz, 2H), 2.38 (d, J = 0. 6 
15 Hz, 3H), 1.66 (sep, J = 6. 9 Hz. 1H), 0.92 (d. J = 6. 9 Hz. 6H) 0 

mm A (10) 

N— [4-^DD-5-^Jl/-2- [4- (5-^V-l, 2, 4~^T 

W7^/-^- s— r;w 7x^jww^^] 7xzjh — n — ry 

20 (4-^V-2-^Tl/'J;W X^7t^75H 



5 



10 
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TLC : R f 0. 37 (^DD^I/A : J — )V= 1 9 : 1) ; 
NMR : 5 10.89 (br, 1H), 7.79 (d, J = 8. 4 Hz, 2H), 7.44 (d, J = 8. 4 
Hz, 2H), 7.17 (s, IH), 7.01 (s, IH), 6.92 (s, 1H), 4.99 (br, 1H), 4.87 
5 (br, 1H), 3.57 (br, 2H), 2.36 (s, 3H), 2.27 (s, 3H), 1.80-1.60 (m, 1H), 
0. 93 (d, J = 6. 6 Hz, 6H)„ 

mmm 4(11) 

N- [4-^Pn-5-^fJ|/-2- 12-^)1-4- (5-^V-l, 
10 2, A-^^r-JTV— )V- 3— f)V) 7in;i'^^t4 : '>] 7x-M 




TLC : R f 0. 43 {W^-^)V) ; 

NMR (DMS0-d 6 ) : 6 7. 67 (s, 1H), 7. 64 (d. J = 8. 1 Hz, IH), 7. 50 (s, IH), 
15 7.34 (s, IH), 7.32 (d, J = 8. 1 Hz, IH), 7.21 (s, IH), 5.06 (brs, IH), 
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4.87 (brs, 1H), 3.45 (brs, 2H), 2.33 (s, 3H), 2.27 (s, 3H), 2.22 (s, 3H), 
1.70-1.50 (m, 1H), 0.86 (brd, J = 6. 3 Hz, 6H) D 

HSiM4 (1 2) 

5 N- [4, 5-z?*^)V-2- l2-*J-)V-4- (5-^V-l, 2, 
4-tW7y-JP-3-^;W 7x.~JU*?')Vtt5s] — N 

-^yyob'JV- (4-^^-2-?7yjJI/) 7,)V7*~))/7^ H 



TLC : Rf 0. 45 DD^A : / — 1 9 : 1 ) ; 

10 NMR : 5 10.56 (br, 1H), 7.64 (d, J = 8. 1 Hz, 1H), 7.62 (s, 1H), 7.57 

(dd, J = 8. 1, 1.8 Hz, 1H), 7.07 (s, 1H), 6.83 (s, 1H), 6.77 (s, 1H), 4.98 

(s, 2H), 4.75-4.60 (m, 1H). 2.49 (s, 3H), 2.39 (s, 3H), 2.25 (s, 3H), 
2. 16 (s, 3H), 1. 14 (d, J = 6. 6 Hz, 3H), 1. 13 (d, J = 6. 6 Hz, 3H)„ 

15 (1 3) 

N- [4, S~-J^)V-2- [2-^^;i/-4- (5-^V-l, 2, 
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CH 3 



TLC ; R f 0. 45 u D^l/A : ;* & J—)V= 1 9 : 1 ) ; 
NMR : 3 10. 95 (br, 1H), 7. 62 (s, 1H), 7. 59 (d, J = 8. 1 Hz, 1H), 7. 40 
(d, J = 8. 1 Hz, 1H), 7,03 (s, 1H), 6.99 (s, 1H), 6.71 (s, 1H), 4.91 (br, 
5 1H), 4.82 (br, 1H), 3.57 (br, 2H), 2.37 (s, 3H), 2.34 (s, 3H), 2.24 (s, 
3H), 2.17 (s, 3H), 1.80-1.60 (m, 1H), 0.93 (br, 6H)„ 

mMM4 (1 4) 

N- [4, 5-*?*^)V-2- [4- (5-^V-l, 2, 4-^3r1*^ 
10 TV— T;W 7x-;H -N— fV^atf 



TLC : Rf 0. 42 (^DD^l/A : J— )V= 1 0 : 1) ; 
NMR : <5 7. 77 (d, J = 8. 4 Hz, 2H), 7. 57 (d, J = 8. 4 Hz, 2H), 7. 06 (d, 
15 J = 0.9 Hz, 1H), 6.83 (s, 1H), 6.74 (s, 1H), 5.05 (d. J = 12. 9 Hz, 1H), 
5. 00 (d. J = 12. 9 Hz, 1H), 4. 68 (m, 1H), 2. 49 (d, J = 0. 9 Hz, 3H), 2. 24 
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(s, 3B0, 2. 15 (s, 3H), 1. 15 (d, J = 6. 6 Hz, 3H), 1. 13 (d, J = 6. 6 Hz, 
3H) 0 

(1 5) 

5 N- [4, 2- [4~ ( 5 V - 1 , 2, 

- (4-^^;P- 2-^TVV)V) X)l7*~)l7$. H 



TLC : Rf 0. 39 UUftJlA : S 1 0 : 1) ; 
10 NMR : d 7.78 (d, J = 8.4 Hz, 2H), 7.43 (d, J = 8. 4 Hz, 2H), 7.03 (s, 
1H), 6.97 (d, J = 0.9 Hz, 1H), 6.68 (s, 1H). 5.12-4.68 On, 2H), 3.73-3.42 
On, 2H), 2.35 (d, J = 0. 9 Hz, 3H), 2.23 (s, 3H), 2.17 (s, 3H), 1.69 On, 
1H), 1.03-0. 86 On, 6H) D 

15 mMM4 (1 6) 

N— [4, S-*?*5-)V-2- [2-* (5-^V-l, 2, 
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TLC : R f 0. 37 (mt^U> : J — )V= 1 9 : 1 ) ; 
NMR : 6 7. 63 (d, J = 7. 8 Hz, 1H), 7. 33 (dd, J = 7. 8, 1. 5 Hz, 1H), 7. 30 
(d, J = 1. 5 Hz, 1H), 7.08 (brs, 1H), 6.83 (s, 1H), 6.76 (s, IH), 5.02 
5 (d, J = 14. 4 Hz, 1H), 4. 93 (d, J = 14. 4 Hz, 1H). 4. 69 On, 1H), 3. 93 (s, 
3H), 2.49 (d, J = 1.2 Hz, 3H), 2.25 (s, 3H), 2.16 (s, 3H), 1.14 (d, J 
= 6. 9 Hz, 3H), 1. 13 (d, J = 6. 9 Hz, 3H) B 

mmm4 a 7) 

10 N— [4-h'J7Mn^^;l/-2- [4- 2, 4-5P 

T^TV— )V~S- y^—JV*^)^*^] 7x-;H -N — fV7° 




TLC : R f 0. 44 (n-AW: ifX^=l : 1) ; 
15 NMR : 5 11.41 (brs, 1H), 7.94 (d, J = 8. 4 Hz, 2H), 7.94 (d, J = 3. 0 
Hz, 1H), 7. 60 (d, J = 8. 4 Hz, 2H), 7. 54 (d, J = 3. 0 Hz, 1H), 7. 34-7. 20 



186 



WO 02/072145 



PCT/JP02/02359 



Cm, 3H), 5.16 (s, 2H), 4.69 (sept, J = 6. 6 Hz, 1H), 1.15 (d, J = 6. 6 Hz, 
6H) 0 

mmw4 (is) 

5 N- [4-hU7MO^^~2- [4- (5-^V-l, 2, 4-^" 

W7y-;i/-3-^f;w 71^^^] 7i-;w -n— <y 



TLC:Rf 0. 46 (^PD*J^:^^/-Jl/=9 : 1) ; 
10 NMR (DMS0-d 6 ) : 6 8. 60-8.50 (m, 1H), 7.90 (dt, J = 1.8, 7. 8 Hz, 1H), 
7.81 (d, J = 8.4 Hz, 2H), 7.72 (d, J = 7. 5 Hz, 1H), 7. 55-7. 35 (m, 6H), 
5.08 (brs, 2H), 3.52 (brd, J = 7. 5 Hz, 2H), 1.60-1.40 (m, 1H), 0.83 (d, 
J = 6. 6 Hz, 6H) 0 

15 mMM4 (1 9). 

N— [4, 5-*?*^)l- 2- 12-^^)1^-4- (5-^V-l, 2, 
4-tW7^-3-^fJV) yrc-^^^v-] 7x-JW -N 
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TLC:Rf 0.33 (^PO*M : *&J— )V= 1 9 : 1) ; 
NMR : 6 10.41 (br, 1H), 8.75-8.70 (m, 1H), 7.90 (dd, J = 7. 8, 0. 9 Hz, 
1H), 7.80 (dt, J = 0.9, 7.8 Hz, 1H), 7.65-7.50 (m, 3H), 7.41 (ddd, J = 
5 7.8, 4.8. 0.9 Hz, 1H), 6.78 (s, 1H), 6.72 (s, 1H), 4.87 (d, J = 13. 4 Hz, 
1H), 4.83 (d, J = 13. 4 Hz, 1H), 4.75-4.60 (m, 1H), 2.34 (s, 3H), 2.25 
(s, 3H), 2.13 (s, 3H), 1.10 (d, J= 6. 6 Hz, 6H) D 

mMM4 (2 0) 

10 N- [4, 5-z?*^)V-2- [2-^^;l/-4- (5-^7-1, 2, 

4-tW7v f -;i'-3-^;v) y^=^)V^)V-t^'] y^jui -n 



TLC : Rf 0. 30 (^DD/KM : ^^/-;i/=l 9 : 1) ; 
15 NMR : <5 11. 28 (br, 1H), 8. 84 (d, J = 1. 8 Hz, 1H), 8. 49 (dd, J = 4. 8, 
1.8 Hz, 1H), 7.87 (dt, J = 8. 1, 1. 8 Hz, 1H), 7.62 (s. 1H), 7.47 (d, J 
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= 7. 8 Hz, 1H), 7.19 (dd, J = 8. 1, 4. 8 Hz, IH), 7.15 (s, 1H), 6.97 (d, 
J = 7. 8 Hz, 1H), 6.69 (s, 1H), 4.82 (br, 1H), 4.62 (br, 1H), 3. 53 (br, 
1H), 3.34 (br, IH), 2.30 (s, 3H), 2.27 (5, 3H), 2.22 (s, 3H), 1.80-1.60 
Ob, IH), 1.00 (br, 3H), 0.87 (br, 3H) 0 

5 

mmm4 (2 n 

N- [4, 5--J^^-)V~2- [2-^h^~>-4- (5-^V-l, 2, 



TLC:Rf 0. 36 m<t^U> : ;U= 1 0 : 1 ) ; 

MS (FAB, Pos.) : 539 (M + H) + „ 

mmmA (2 2) 

15 N— [4, 5-^^-2- [2-*h^v—4- (5-^7-1, 2, 
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TLC:Rf 0. 37 QSLfc*W> : **7J— )U= 1 9 : 1) ; 
NMR : 6 8.73 (ddd, J = 4. 8, 1.5, 0. 9 Hz, 1H), 7.91 (ddd, J = 7. 8, 1.2, 
0. 9 Hz. 1H), 7. 82 (ddd, J = 7. 8, 7. 8, 1. 5 Hz, 1H), 7. 57 (d, J = 7. 8 Hz, 
5 1H), 7.43 (ddd, J = 7. 8, 4.8, 1.2 Hz. 1H), 7.32 (dd, J = 7. 8, 1.5 Hz, 
1H), 7.26 (m, 1H), 6.76 (s, 1H), 6.72 (s, 1H), 4.88 (d, J = 14. 1 Hz, 1H), 
4. 78 (d, J = 14. 1 Hz, 1H), 4. 71 (m. 1H), 3. 91 (s, 3H), 2. 24 (s, 3H), 2. 13 
(s, 3H), 1.10 (d, J = 6. 6 Hz, 3H), 1.09 (d, J = 6. 6 Hz, 3H)„ 

io mmm 5 ( 1 > -mmm 5 (63) 

##$1 1 3 tekummm 2 ^^n^mtmmizm^vT, si 

mmms (1) 

3, 5-z?*^)l-4- [2- [N — fV^;W-N- (5-^^)1— 2 - 
15 yV)V7,)V7*~)V) T^/] - 5- b^y)\y^ru^j\yyaiy^zy^M 
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CH 3 



TLCrRfO. 49 (^nn*M : — ;i/= 1 0 : 1) ; 

NMR : d 7.82 (s, 2H), 7.40-7. 20 (in, 3H), 6.70 (d, J = 3. 3 Hz, 1H), 
6.00-5. 95 (m, 1H), 5.07 (s, 2H), 3.35 (d, J = 7. 5 Hz, 2H), 2.43 (s, 6H), 
5 2.19 (s, 3H), 1.60-1.45 (m, 1H), 0.79 (d, J = 6. 6 Hz, 6H)«, 

mnms (2) 

3 4 - [6- en- (5 -^u;^;i^^^n;w - 
n- (2 -^)v-2-yu^-)V) 7$y] -r>^>-5 — r;^^r->^ 

10 5F;w 




TLC:Rf 0. 54 (/7Dn*M:^^;-Jl/=9:l) ; 
NMR (DMS0-d 6 ) : d 7.80-7. 70 (in, 2H), 7.37 (d, J = 7. 8 Hz, 1H), 7.05 
(s, 1H), 6.99 (s, 1H), 6.87 (d, J = 3. 3 Hz, 1H), 6.17 (d, J = 3. 3 Hz, 
15 1H), 4.99 (br, 2H), 4.72 (s, 2H), 4.13 (br, 2H), 2.83 (t, J = 7. 4 Hz, 
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2H), 2.77 (t, J = 7. 4 Hz, 2H), 2.32 (s, 3H) t 2.08 (s, 3H), 2.05-1.90 (m, 
2H), 1.65 (s, 3H) 0 

mmms (3) 

5 4- [6- LN-i^^uy'U^JV^^JV-N- ( 5 2 - 7 U )]/7, 

mm 




TLC:Rf 0.54 (i?nn*M : *9J~ )V= 9 : 1) ; 
10 NMR (DMS0-d 6 ) : 6 7.77 (s, 1H), 7.74 (d, J = 8. 1 Hz, 1H), 7.38 (d, 
J = 8. 1 Hz, 1H), 7.09 (s, 1H), 7.02 (s, 1H), 6.85 (d, J = 3. 3 Hz, 1H), 
6.20-6.15 On, 1H), 5.01 (br, 2H), 3.41 (br, 2H), 2.86 (t, J = 7. 4 Hz, 
2H), 2.79 (t, J = 7.4 Hz, 2H), 2.32 (s, 3H), 2.10 (s, 3H), 2.10-1.95 (m, 
2H), 0. 90-0.70 (m, 1H), 0.35-0. 25 (m, 2H), 0. 05- (-0. 05) Cm, 2H) 0 

15 

mnms u> 

4- [3- [N — fV^-N- (4-^Wh2-5 : 7^JH^t 
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TLC:Rf 0.55 (Sfc^X^l/ : * 9 j — 9 : 1 ) ; 
NMR : 5 8. 14 (d, J = 8. 4 Hz, 2H), 7. 85 (s, 1H), 7. 78 (d, J = 8. 1 Hz, 
1H), 7. 70 (d, 1-8.1 Hz, 1H), 7. 51-7. 37 (m, 4H), 7. 18 (s, 1H), 6. 93 (s, 
5 1H), 5. 17 and 4. 96 (each br-m, total 2H), 3. 85-3. 62 (br-m, 2H), 2. 34 (s, 
3H), 1. 82-1.69 (m, 1H), 0.97 (br-s, 6H)„ 

mffiMS (5) 

4- [3- [N — fyyabVP-N- (4-;*rP;i/- 2 -^7VV )V7.)V7 




TLC : Rf 0. 55 (ftftl^ : J —)V= 9 : 1 ) ; 
NMR : 5 8. 15 (d, J = 8. 4 Hz, 2H), 7. 72 (d, J = 9. 0 Hz, 2H), 7. 61 (s, 
1H), 7.60 (d, J = 9.0 Hz, 2H), 7.51-7.46 (ra, 1H), 7.44-7.35 (m, 1H), 7.24 
15 (s, 1H), 7.03 (s, 1H), 5.24 (s, 2H), 4.84-4.75 On, 1H), 2.52 (s, 3H), 
1. 26 (d, J = 6. 6 Hz, 3H), 1. 17 (d, J = 6. 6 Hz, 3H) D 
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mmms (6) 

4- [3- [N— (Vy^)V-N- (4-^^-2-?7^Uj^7t 



5 TLC: Rf 0.63 (^X^;P : )V= 9 : 1 ) ; 

NMR : d 7.98-7.96 On. 2H), 7.84 (s, IB), 7.78 (d, J = 8. 1 Hz, 1H), 
7.72 (d, J = 8. 1 Hz, 1H). 7. 52-7.47 On, 1H), 7.42-7. 37 On, 2H), 7.21 (s, 
1H), 6.95 (s, 1H), 5. 10 and 4. 96 (each br-m, total 2H), 3.84-3.60 (br-m, 
2H), 2.41 (s, 3H), 2.34 (s, 3H), 1.82-1.68 On, 1H), 0.96 (br-s, 6H) D 

10 

^MM5 (7) 

4- [3- [N-<V7°nIfJV-N- [2- (4-^?;i'5 1 77U;W 





COOH 



15 



TLC : R f 0. 56 (BHRx^l/ : — ;V= 9:1) 



194 



WO 02/072145 



PCT/JP02/02359 



NMR : 6 8.00-7.97 (m. 2H), 7.76-7.65 (in, 3H), 7.61 (s, IH), 7.52- 
7.47 (in, IH), 7.40-7.35 (m, IH), 7.26 (s, 1H), 7.04 (s, 1H), 5.22 (d, 
J = 15. 0 Hz, IB), 5. 17 (d, J = 15. 0 Hz, IH), 4. 83-4. 73 Cm, IH), 2. 53 (s, 
3H), 2. 46 (s, 3H), 1. 25 (d, J = 6. 6 Hz, 3H), 1. 16 (d, J = 6. 6 Hz, 3H) e 



mnms (8) 

4- [3- CN — r V7^;i/-N- (4-^f;i/-2-?7 4 /'JJVXJl'7t 



10 TLC : Rf 0. 67 (@^X^;P : /—;]/= 9 : 1 ) ; 

NMR : 8 7.84-7.69 (m, 4H), 7.58 (d, J = 8. 1 Hz, 2H), 7.51-7.45 On, 
IH), 7.41-7.35 (m, 3H), 7.18 (s, IH), 6.93 (s. IH), 6.49 (d, J = 16. 2 
Hz, IH). 5. 02 and 4. 91 (each br-m, total 2H), 3. 84-3.62 (br-m, 2H), 2.33 
(s, 3H), 1.82-1.68 (m, IH), 0.91 (br-s, 6H)„ 

15 

4- [3- [N— <V^ntf;i/-N- (4-^^-2-^7VU^;P7 



5 
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%^COOH 



TLC : R f 0. 61 mm^)V : )V= 9 : 1) ; 

NMR: 6 7.80 (d, J = 16. 9 Hz, 1H), 7.71 (d, J = 8. 7 Hz, 2H), 7.61-7.46 
(ra. 6H), 7.39-7. 34 (m, 1H), 7.24 (s, 1H), 7.03 (s, 1H), 6.48 (d, J = 16. 9 
5 Hz, 1H), 5.19 (s, 2H), 4. 85-4.72 (m, 1H), 2.51 (s, 3H), 1.25 (d, J = 6. 6 
Hz, 3H), 1. 16 (d, J = 6. 6 Hz, 3H)„ 

mmms a o) 



TLC : R f 0. 58 DD*M : J — 9 : 1 ) ; 
NMR (DMS0-d 6 ) : 6 7.77 (s, 1H), 7.74 (d, J = 7. 8 Hz, 1H). 7.36 (d, 
J = 7. 8 Hz, 1H), 7.09 (s, 1H), 6.99 (s, 1H). 6..90 (d, J = 3. 3 Hz, 1H), 
15 6. 25-6.15 (m, 1H), 5.02 (s, 2H), 3.15 (s, 3H), 2.84 (t, J = 7. 4 Hz, 2H), 
2.78 (t, J = 7. 4 Hz, 2H), 2.32 (s, 3H), 2.12 (s, 3H), 2.10-1.95 (m, 2H) 0 

mnms a n 
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4- [6~ [N-X^-N- (5-*7-JU-2--7V)UX)ly*~)l) 7 



TLC:Rf 0. 59 D DtfOl-A : ^ *? J — )V= 9 : 1 ) ; 
5 NMR (DMS0-d 6 ) : 6 7.77 (s. 1H), 7.74 (d, J = 7. 8 Hz, 1H), 7. 38 (d, J 
= 7. 8 Hz, 1H), 7.10 (s, 1H), 6. 95 (s, 1H), 6.86 (d, J = 3. 3 Hz, 1H), 6.16 
(d, J = 3. 3 Hz, 1H), 5. 01 (br, 2H), 3. 58 (br, 2H), 2. 86 (t, J = 7. 4 Hz, 
2H), 2.79 (t, J = 7. 4 Hz, 2H), 2.32 (s, 3H), 2.10 (s, 3H), 2.10-1.95 (m, 
2H), 0. 99 (t, J = 7. 2 Hz, 3H)„ 



MMffl 5 (12) 

4- [6- IN~^^)]/-N- (5-^^)V-2-y^J)VXJVy^^)V) T 



NMR : d 7. 77 (d, J = 15. 9 Hz, 1H), 7. 55 (d, J = 8. 4 Hz, 2H), 7. 37 (d, 
J = 8. 4 Hz, 2H), 7.14 (s, 1H), 6.80 (s, 1H), 6.79 (d, J = 3. 6 Hz. 1H), 
6. 47 (d, J = 15. 9 Hz, 1H), 5. 97 (d, J = 3. 6 Hz, 1H), 4. 98 (s, 2 H), 3. 31 




10 




15 TLC:Rf 0. 53 P UftJlJ* : J — ;i/= 9 : 1) 
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(s, 3H), 2.90-2.80 (m, 4H), 2.17 (s, 3H), 2.08 (quint, J = 7. 5 Hz, 2H) e 

mmms q 3) 

4- [6- [N-X5PJI/-N- {5-^)V-2-7V)V7,)V7*~)V) T 



TLC : Rf 0. 53 (^nn^M : *9 J — )V= 9 : 1) ; 
NMR : d 7. 77 (d, J = 16. 2 Hz, 1H), 7. 55 (d, J = 8. 4 Hz, 2H), 7. 37 (d, 
J = 8.4 Hz, 2H), 7.08 (s, 1H), 6.80 (s, 1H), 6.75 (d, J = 3. 3 Hz, 1H), 
10 6. 47 (d, J = 16. 2 Hz, 1H), 5. 94 (d, J = 3. 3 Hz, 1H), 4. 97 (s, 2 H), 3. 82-3. 65 
(m, 2H), 2.90-2.80 (m, 4H), 2.15 (s, 3H), 2.08 (quint, J = 7. 2 Hz, 2H), 
L 14 (t, J = 7. 2 Hz, 3H) 0 

mmms a 4) 

15 4- [6- CN- {5-*7-)V-2-7V)l7.}Vy*~)V) -N-^PtV^ 
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T L C : R f 0. 54 □ D^;VA : 9 : 1 ) ; 

NMR : <5 7. 78 (d, J = 15. 9 Hz, 1H), 7. 55 (d, J = 8. 1 Hz, 2H), 7. 37 (d, 
J = 8. 1 Hz, 2H), 7.08 (s, 1H), 6.79 (s, 1H), 6.74 (d, J = 3. 3 Hz, 1H), 
6. 46 (d, J = 15. 9 Hz, 1H), 5. 94 (brd, J = 3. 3 Hz, 1H), 4. 97 (br s, 2H), 
5 3.65-3 . 61 Cm, 2H), 2. 90-2. 80 On, 4H), 2.15 (s, 3H), 2.08 (quint, J = 
7.5 Hz, 2H), 1.53 (sext, J = 7. 2 Hz, 2H), 0.89 (t, J = 7. 2 Hz, 3H) B 

mum 5 (i 5) 

4- [4, 5-z?*^)V-2 - [N- (5-^^-2--7U;i/X;i/^=t^ 
10 )V) -N- (2-*^)V- 2 -y°U^~)V) 75/] 7x/=^^^] - 



TLC:Rf 0.45 UruutiVVA : *^./— ;i/=9 : 1) ; 

NMR : <5 8.00-7.93 Cm, 2H), 7.44 (d, J = 8. 1 Hz, 1H), 7.02 (s, 1H), 

15 6.75 (d, J = 3. 3 Hz, 1H), 6.69 (s, 1H), 5.96 (m, 1H), 4.94 (s, 2H), 4. 77 

(s, 2H), 4.27 (s, 2H), 2.38 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 2.12 
(s, 3H), 1.78 (s, 3H) 0 

mmrns u 6) 

20 4- [6- [N- (5-^^-2-7UMJl/7t-;W — N— (2-^ 
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COOH 



TLC : R f 0. 61 (^np^A : J— ;i/= 9 : 1) ; 
NMR : 5 7. 78 (d, J = 15. 9 Hz, 1H), 7. 56 (d, J = 8. 4 Hz, 2H), 7. 36 (d, 
J = 8.4 Hz, 2H), 7.09 (s, 1H), 6.76 (s, 1H), 6.74 (d, J = 3. 0 Hz, 1H), 
5 6.47 (d, J =15. 9 Hz, IH), 5.94 (d, J = 3. 0 Hz, 1H), 4.95 (fars, 2H), 4.77 
(s, 2H), 4.38-4.18 (m, 2H), 2.90-2. 75 (m, 4H), 2.14 (s. 3H), 2.07 (quint, 
J = 7. 5 Hz, 2H), 1. 78 (s, 3H)» 

mmm 5(17) 

10 4- [6- [N-^nt/n^M^-N- (5-^5P;i/- 



TLC : R f 0. 51 np*M : )V= 9 : 1) ; 

NMR : 6 7. 79 (d, J = 15. 9 Hz, IH), 7. 55 (d, J = 8. 4 Hz, 2H), 7. 38 (d, 
15 J = 8.4 Hz, 2H), 7.15 (s, IH), 6.79 (s, IH), 6.74 (d, J = 3. 3 Hz, IH), 
6.47 (d, J = 15. 9 Hz, IH), 5.94 (d, J = 3. 3 Hz, IH), 4.97 (brs, 2H), 
3. 65-3. 50 (m, 2H), 2.92-2.70 (m, 4H), 2.15 (s, 3H), 2.08 (quint, J = 7. 5 
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Hz, 2H), 1.00-0.85 (ra, 1H), 0.45-0.36 (m, 2H), 0.20-0. 05 (m, 2H) D 

mmms a 8) 

4- [6- [N— ib-^)V-2-y^)V^)Vy^^)V) -N- (2-7° 



TLC : Rf 0. 57 D nsfc;i/A 9 : 1 ) ; 

NMR : d 7. 79 (d, J = 15. 9 Hz, 1H), 7. 56 (d, J = 8. 4 Hz, 2H), 7. 38 (d, 
J = 8.4 Hz, 2H), 7.07 (s, 1H), 6.78 (s, 1H), 6.76 (d, J = 3. 3 Hz, 1H), 
10 6. 47 (d, J = 15. 9 Hz, 1H), 5. 96 (d, J = 3. 3 Hz, 1H), 5. 96-5. 77 (m, 1H), 
5.13-5.03 On, 2H), 4.97 (s, 2H), 4.42-4.20 (m, 2H), 2.90-2. 80 (m, 4H), 
2.16 (s, 3H), 2.07 (quint, J = 7. 5 Hz, 2H)„ 

mmms a 9) 

15 3~*^JU- 4- [6 - [N- (5-/^-2-7>Jil/X;l'7t^) - 
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COOH 



TLC:Rf 0.40 (^nn*M: ^;-;N10 : 1) ; 
NMR : <5 7. 95 (d. J = 7. 8 Hz, 1H), 7. 93 (s, 1H), 7. 46 (d, J = 7. 8 Hz, 
1H), 7.10 (s, 1H), 6. 81 (s, 1H), 6.75 (d, J = 3. 3 Hz, 1H), 5.95 (dd, J 
5 =3.3, 0.9 Hz, 1H), 4.96 (s, 2H), 3. 76-3. 47 (m, 2H), 2.92-2.82 (m, 4H), 
2.37 (s, 3H), 2.13 (s, 3H), 2.15-2.03 On, 2H), 1.60-1.47 (m, 2H), 0.89 
(t, J = 7. 5 Hz, 3H)„ 

mMMs (2 o) 

10 3-^)]/- A- [6- [N— ( 5 —^^-)V— 2 -7UJP7^7t^) - 



TLC : Rf 0. 41 (i?DD$M : *$J— )V= 1 0 : 1) ; 
15 NMR : <5 7. 95 (d, J = 7. 8 Hz, 1H), 7. 94 (s, 1H), 7. 47 (d, J = 7. 8 Hz, 
1H), 7.08 (s, 1H), 6.80 (s, 1H), 6.78 (d, J = 3. 3 Hz, 1H), 5.97 (d, J 
= 3.3 Hz, 1H), 5.85 (m, 1H), 5.10 (dd, J = 16.8, 1. 2 Hz, 1H), 5.05 (dd, 
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J = 9. 9, 1.2 Hz, 1H), 4.97 (s, 2H), 4.43-4.18 On, 2H), 2.91-2.81 (m, 4H), 
2.37 (s, 3H), 2.15 (s, 3H), 2.13-2.03 (m, 2H) 0 

mmm 5 (21) 

5 4- [4, 5->?^^;l/-2- [N-^^-N- (4-^^;V-2-^T 



TLC : R f 0. 49 (Ift^f l/> : ^^7-JV=l 0 : 1) ; 
NMR : d 7.94-7. 90 (m, 2H), 7.31 (d, J = 9. 0 Hz, 1H), 7.13 (s, 1H), 
10 6.94 (m, 1H), 6.73 (s, 1H), 4.88 (s, 2H), 3.42 (s, 3H), 2.35 (s, 3H), 
2.34 (d, J = 0.9 Hz, 3H), 2.24 (s, 3H), 2.19 (s, 3H)„ 

mmms (2 2) 

4- [4, b--J^)V-2- [N-X^;i/-N- (4-^^;P-2-^T 

15 W)vk)V7*~)v) 75/] 7x/*^fjw - 3 - ^fr&mmm 




0^0 



:OOH 
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TLC : Rf 0. 49 (mt^^U> : J -)V= 1 0 : 1 ) ; 
NMR : 6 7.96-7.90 Go, 2H), 7.32 (d, J = 8. 1 Hz, 1H), 7.06 (s, 1H), 
6.90 (m, 1H), 6.74 (s, 1H), 4.87 (brs, 2H), 3.85 (br, 2H), 2.34 (s, 3H), 
2. 32 (d, J = 0. 9 Hz, 3H), 2. 25 (s, 3H), 2. 19 (s, 3H), 1. 18 (t, J = 7. 2 



mmm 5 (23) 

4- [4, 5-v^^;P-2- [N- (4~^)V- 2 -^TW )VX)V7 



TLC : R f 0.49 (mt*^U> : *^/-;l/=l 0:1); 
NMR (DMS0-d 6 ) : d 12.88 (s, 1H), 7.78-7.72 (ra, 2H), 7.49 (m, 1H), 7.25 
(d, J = 7. 8 Hz, 1H), 7. 03 (s, 1H), 6. 95 (s, 1H), 4. 88 (br, 2H), 3. 59 (br, 
2H) f 2.28 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 2.13 (s, 3H), 1.44-1.35 
15 (ra, 2H), 0. 81 (t, J = 7. 2 Hz, 3H) B 

nMM5 (2 4) 

4- [4, 5->?^^;i/-2- [N- (4-^^-2-?7^'J;i/X;|/7 
#-;!/) ~N- {2-y°u^-)V) 757] ^ac/^v-^^] -3-^^ 
20 ;i^c,S«? 



5 Hz, 3H) 0 



10 
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COOH 



TLC:Rf 0.49 (IftW> : ^^/^Jl/=1 0 : 1) ; 
NMR (DMS0-d B ) : 6 12.88 (s, 1H), 7.78-7.72 On, 2H), 7.50 (s, 1H), 7.26 
(d. J = 7. 5 Hz, 1H), 7.01 (s, 1H), 6.95 (s, 1H), 5.74 Cm, 1H), 5.09 (d, 
5 J = 17.1 Hz, 1H), 5. 04 (d, J = 9. 9 Hz, 1H), 4. 89 (br, 2H), 4. 27 (br, 2H) , 
2.29 (s, 3H), 2.21 (s, 3H), 2.18 (s, 3H), 2.12 (s, 3H) C 

mmm 5 (25) 

4- [2- [N-v-^pyDtf;p^^;i/-N- (4-*^)\,- 



TLC:Rf 0.49 {Wfc*^V> : S — ;p= 1 0 : 1 ) ; 

NMR (DMS0-d 6 ) : 6 12.87 (br, 1H), 7.78-7.72 On, 2H), 7.48 (s, 1H), 

15 7. 25 (d, J = 7. 5 Hz, 1H), 7.03 (s, 1H), 7.00 (s, 1H), 4.90 (br, 2H), 3.45 

(br, 2H), 2.27 (s, 3H), 2.23 (s, 3H), 2.17 (s, 3H), 2.14 (s, 3H), 0.82 
(m, 1H), 0.38-0. 30 On, 2H), 0.10-0.02 On, 2H)o 
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mnm 5 (26) 

4- [4, 5 --J^^)V- 2 - [N- (2-tiKn^e/-2-^^;!/7 r0 ntf 
-N- (4-pWI— 2-^ryu;Px;p^^n;w 75;] ^^y^ 
5 ->*^;w -3-y^;^m^ 



TLC : R f 0.49 (mt*^U> : * & J — )V= 1 0 : 1 ) ; 
NMR : 8 7. 99-7.94 (m, 2H), 7.47 (d, J = 8. 1 Hz, 1H), 7.04 (ra, 1H), 
6. 79 (s. 1H), 6. 77 (s, 1H), 5. 06 (d, J = 12. 3 Hz, 1H), 4. 95 (d, J = 12. 3 
10 Hz, 1H), 3.95 (d, J = 15. 3 Hz, 1H), 3.73 (d, J = 15. 3 Hz, 1H), 2.420 (s, 
3H), 2.417 (s, 3H), 2.23 (s, 3H), 2.11 (s, 3H). 1.25 (s, 3H), 1.21 (s, 
3H) 0 

mMM5 (2 7) 

15 4- [4, ^--J^)V-2- [N-^^-N- (5-^^;l/-2-^U 
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TLC:Rf 0.46 (i7nD*M:^^;^=9 : 1) 



NMR : d 8. 11 (d, J = 8. 4 Hz, 2H), 7. 42 (d, J = 8. 4 Hz, 2H), 7. 08 (s, 
1H), 6.79 (d, _J = 3.3Hz, IH), 8.71 (s, 1H), 5.99-5. 95 On, 1H), 5.03 (s, 
2H), 3.31 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 2.16 (s, 3H) 0 



mmfflS (2 8) 

4- [4, 2- [N-XrP;l/-N- (5-^^;i/-2-^U 



10 TLC:Rf 0.41 (^DD*M : ^^/-;H9 : 1) ; 

NMR : 6 8. 10 (d, J = 8. 4 Hz, 2H), 7. 43 (d, J = 8. 4 Hz, 2H), 7. 01 (s, 
IH), 6.76 (d, J =3. 3 Hz, IH), 6.71 (s, 1H), 5. 96-5. 93 On, 1H), 5.02 (s, 
2H), .3. 83-3. 65 (m, 2H), 2.23 (s, 3H), 2.18 (s, 3H), 2.14 (s, 3H), 1. 14 
(t, J = 7. 2 Hz, 3H) c 

15 

mmws (2 9) 

4- [4, 5-^^;i/-2- [N- (5 -*^)V- 2-yV)VX)V7* — 



5 
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H 



TLC : Rf 0. 43 (i^DDMA : — )V= 9 : 1) ; 

NMR: 6 8. 11. (d, J = 8. 4 Hz, 2H), 7.43 (d, J = 8. 4 Hz, 2H), 7.02 (s, 
1H), 6.74 (d, J = 3.0 Hz, 1H), 6.70 (s, IH), 5.96-5.93 (m, 1H), 5.01 (s, 
5 2H), 3. 75-3. 53 On, 2H), 2. 22 (s, 3H), 2. 18 (s, 3H), 2. 14 (s, 3H), 1. 60-1. 46 
(m, 2H), 0. 90 (t, J = 7. 2 Hz, 3H)„ 

mmms (3 0) 

4- [6- [N- -N- (4-^^;i/-2 



TLC : R f 0. 36 (mt*^U> : y-;i/= 1 9 : 1 ) ; 
NMR : <5 8. 11 (d, J = 8. 7 Hz, 2H), 7. 35 (d, J = 8. 7 Hz, 2H), 7. 14 (s, 
15 1H), 6.92 (brs, IH), 6.74 (s, 1H), 5.10-4.70 (brs, 2H), 4.80 (brs, 2H), 
4. 60-4.20 (brs, 2H), 2.88-2.82 (ra, 4H), 2.32 (d, J = 0. 9 Hz, 3H), 2.07 
On, 2H), 1.83 (s, 3H)„ 
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mmms (3 n 

4- [6- [N- U-*^)V-2-^T-J\))V7,)V7*~)V) — N — (2 
~7°P^n;i/) 75/] ^>^>_5_^;i / ^. > ^^; l/] 



5 




T L C : R f 0. 34 m<t^U> : *#/-)V= l 9 : 1 ) ; 
NMR : 5 8. 11 (d, J = 8. 7 Hz, 2H), 7. 35 (d, J = 8. 7 Hz, 2H), 7. 13 (s, 
1H), 6.93 (brs, 1H), 6.76 (s, 1H), 5.89 (ddt, J = 17. 1. 10.2, 6. 3 Hz, 
1H), 5.17-5.06 On, 2H), 4.92 (brs, 2H), 4.70-4.10 (brs, 2H), 2.89-2.83 
10 (m, 4H), 2.34 (d, J = 0. 9 Hz, 3H), 2.08 (m, 2H) C 

mmns 02) 

4- [6- [N-^^n^Dtf^^^-N- (4-^^|/-2-fTyU 




TL C : R f 0. 36 (SIW?l/> : ^^y-JNl 9 : 1) ; 



209 



WO 02/072145 



PCT/JP02/02359 



NMR : d 8. 10 (d, J = 8. 7 Hz, 2H), 7. 35 (d, J = 8. 7 Hz, 2H), 7. 22 (s, 
1H), 6.89 (brs, 1H), 6.78 (s, 1H), 5.10-4.70 On, 2H), 3.90-3.50 (m, 2H), 
2.90-2.85 (m, 4H), 2.32 (d, J = 0. 9 Hz, 3H), 2.09 (m, 2H), 1.00 (m, 1H). 
0.43 (m, 2H), 0.20 (brs, 2H) 0 



mMM5 (3 3) 

4- [3- [n — f v yu t?;v— N — (5 2 -7U;VX;i/7*- 

;v) r^y] ^-^^i/>-2— r;i/^v-^^;n -3-^^;^m#m 



10 TLC : Rf 0. 52 (^no*M : ^^/-^=9 : 1) ; 

NMR (DMS0-d 6 ) : 5 7.92-7. 80 (m, 3H), 7.77 (d, J = 8. 1 Hz, 1H), 7.69 
(d, 1 = 8.1 Hz, 1H), 7.63 (s, 1H), 7.60 (s, 1H), 7. 57-7.50 (m, 1H), 
7.45-7.36 (ra, IH), 6.95 (d, J = 3. 3 Hz, 1H), 6.29 (d, J = 3. 3 Hz, 1H), 
5. 26 and 5. 24 (each d, J = 13. 5 Hz, each 1H), 4. 34 (sept, J = 6. 6 Hz, 

15 1H), 2.42 (s, 3H), 2.34 (s, 3H), 1.06 and 1.00 (each d, J = 6. 6 Hz, each 
3H) 0 

mmms (34) 

4- [3- CN — (V^JU-N- (5 -*^)V- 2-7V)V7,)V7*~)V) 

20 r^/] ±y$?v>-2 — ovJr^i/^M -3-*^;t^m#m 
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OH 



T L C : R f 0. 50 DD*M : *$J~)V= 9 : 1) ; 
NMR (DMS0-d 6 ) : 6 7.88 (d, J = 7. 8 Hz, 1H), 7.86-7.74 (in, 4H), 7.59 
(s, 1H), 7.56-7.36 (m, 3H), 6.86 (d, J = 3. 3 Hz, 1H), 6. 19 (d, J = 3. 3 
5 Hz, 1H), 5.40-4.90 (br, 2H), 3.47 (brd, J = 6. 9 Hz, 2H), 2.39 (s, 3H), 
2.12 (s, 3H), 1.65-1.50 (m, 1H), 0.83 (brd, J = 6. 3 Hz, 6H)o 

mmM5 (3 5) 

4- [3- [N — f V^P hf;l/-N- (5 2 U^X^^^-^i 



TLCrRf 0.45 (^OD*M : =9 : 1) ; 

NMR (DMS0-d 6 ) : d 7. 87 (d, J = 7. 8 Hz, 1H), 7. 82 (d, J = 7. 8 Hz, 1H), 
7. 73 (d, J = 8. 4 Hz, 2H), 7. 67-7. 46 (m, 6H), 7. 44-7. 34 (m, 1H), 6. 94 (d, 
15 J = 3. 3 Hz, 1H), 6.56 (d, J = 15. 9 Hz, 1H), 6.28 (d, J = 3. 3 Hz, 1H), 
5. 27 and 5. 21 (each d, J = 13. 2 Hz, each 1H), 4. 36 (sept, J = 6. 6 Hz, 
1H), 2.33 (s, 3H), 1.08 and 1.03 (each d, J = 6. 6 Hz, each 3H) 0 




COOH 
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mrnms (3 6) 

4- [3- [N-- rv^;i/-N- (5-^^;i'-2-^u;i/x;i'^^n;i/) 



TLC:Rf 0.45 (^nn^M : ^^;-JV=9 : 1) ; 
NMR (DMS0-d 6 ) : d 7.88 (d, J = 8. 4 Hz, 1H). 7.81 (s, 1H), 7.80 (d, 
J = 8. 1 Hz, 1H), 7. 72 (d, J = 7. 8 Hz, 2H), 7. 61 (d, J = 15: 9 Hz, 1H), 
7. 55-7.34 (m, 2H), 7.50 (s, 1H), 7.44 (d, J = 7.8 Hz, 2H), 6.82 (d, J 
10 = 3. 6 Hz, 1H), 6. 56 (d, J = 15. 9 Hz, 1H), 6. 16 (d, J = 3. 6 Hz, 1H), 5. 40-4. 90 
(br, 2H), 3.49 (d, J = 6. 6 Hz, 2H), 2.13 (s, 3H), 1.64-1. 48 On, 1H), 0.85 
(d, J = 6. 6 Hz, 6H) 0 

mmM5 (3 7) 

is 4- [3- [n-< vynb°;p-N- (5 -*?-)V- 2 -^u;px;^y*n 



5 
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T L C : R f 0. 46 np*M : S — )V= 9 : 1 ) ; 
NMR (DMS0-d B ) : 6 7. 87 (d, J = 8. 1 Hz, 1H), 7. 86 (d, J = 8. 4 Hz, 1H), 
7.64-7.48 (m, 7H), 7.44-7.36 (m, 1H), 6.93 (d, J = 3. 6 Hz, 1H), 6.54 (d, 
J = 15. 9 Hz, 1H), 6. 29 (d, J = 3. 6 Hz, 1H), 5. 23 and 5. 18 (each d, J = 
5 14.4 Hz, each 1H), 4.33 (sept, J = 6. 6 Hz, 1H), 2.39 (s, 3H), 2.34 (s, 
3H), 1.06 and LOO (each d, J = 6. 6 Hz, each 3H)„ 

1M$I5 (38) 

4- [3- [N — tV N — (5-*^)V-2--7V)V7,)V7*~)V) 

io ys/] jr7?v>-2— ov^z/^m -3-^^)vm^m 




CH 3 



TLC : R f 0. 46 (i^Dn^K : J—)V=§ : 1) ; 
NMR (DMS0-d 6 ) : <5 7. 88 (d, J = 8. 1 Hz, 1H), 7. 84 (d, J = 8. 4 Hz, 1H), 
7.78 (s, 1H), 7. 62-7.47 (m, 5H), 7.44-7.35 (m, 2H). 6.84 (d, J = 3. 6 Hz, 
15 1H), 6. 54 (d, J = 16. 2 Hz, 1H), 6. 20 (d, J = 3. 6 Hz, 1H), 5. 35-4. 90 (br, 
2H), 3.47 (d, J = 7. 2 Hz, 2H), 2.35 (s. 3H), 2.14 (s, 3H), 1. 63-1. 49 (m, 
1H), 0. 83 (d, J = 6. 3 Hz, 6H)„ 

mrnm'5 o 9) 

20 4- [3- [n — rv^;i/-N- [2- (4-^f;i/f7^u;w ^)vy 
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m 




COOH 



TLC : Rf 0. 71 (^fX^:^^/^=9 : 1) ; 
NMR : 6 7.82-7. 71 (m, 4H), 7.51-7.46 (m, 1H), 7. 43-7. 32 (m, 4H), 7.21 
5 (s, 1H), 6.95 (s, 1H), 6.48 (d, J = 16. 2 Hz, 1H), 5. 04 and 4. 91 (each 
br-m, total 2©, 3.83-3.60 (br-ra, 2H), 2.38 (s, 3H), 2.34 (s, 3H), 
1.81-1.67 (m. 1H), 0.95 (br-s, 6H)„ 

mmms uo> 

10 4- [3- [N— -f V^Dfcf^-N- (4-^.^;i/-2-^T^U;l/X;l/^ 

m 




TLC:Rf 0. 71 (»»X^ : * ^ / —)V= 9 : 1 ) ; 
15 NMR (DMS0-d 6 ) : 6 7.88-7.83 (m, 2H), 7.65-7.47 (m, 8H), 7.42-7.37 (m, 
1H), 6. 55 (d, J = 15.9 Hz, 1H), 5.16 (s, 2H), 4.62-4.49 (in, 1H), 2.42 
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(s, 3H), 2.36 (s, 3H), 1.13 (d, J = 6. 6 Hz, 3H), 1.03 (d, J = 6. 6 Hz, 



tHM5 (4 1) 

5 4- [6- [N-X^-N- (4 2 -f77 'Ji^7 t-iW 

.COOH 



TLC : Rf 0. 34 mit^^U> : *$/-)V= 1 9 : 1 ) ; 
NMR : <5 8. 10 (d, J = 8. 4 Hz, 2H), 7. 35 (d, J = 8. 4 Hz, 2H), 7. 14 (s, 
10 1H), 6.90 (brs, 1H), 6.79 (s, 1H), 4.92 (m, 2H), 4.20-3. 60 (m, 2H), 
2.90-2. 83 (in, 4H), 2.33 (s, 3H), 2.09 (m, 2H), 1.20 (t, J = 7. 2 Hz, 3H) B 

mmms (4 2) 

4- [6- cn- (4-^^;i/-2-^T x /u;^;i/^^-x;i/) -n-7°d 
15 if ;ut^ /] 5 — i )v^=y^m &mmwt 





COOH 
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TLC:Rf 0. 34 m<k*^U> : J — )V= 1 9 : 1) ; 
NMR: 6 8.11 (d, J = 8. 4 Hz, 2H), 7.35 (d. J = 8. 4 Hz, 2H), 7.15 (s, 
1H), 6.90 (brs, 1H), 6.78 (s, 1H), 5.10-4.70 (m, 2H), 4.00-3.50 On, 2H), 
2.90-2.84 (m, 4H), 2.32 (s, 3H), 2.09 (m, 2H), 1.58 (m, 2H), 0.93 (t, 
5 J = 7. 5 Hz, 3H) o 

mrnms u 3) 

4- [4, 5-^^;i/-2- [N- (5-^*^)l-2-yV)V7,)lsy*~ 



TLC:Rf 0.44 (^nD*M:/^;-;V=9 : 1) ; 
NMR : 6 8. 12 (d, J = 8. 4 Hz, 2H), 7. 43 (d, J = 8. 4 Hz, 2H), 7. 01 (s, 
1H), 6. 77 (d, J = 3. 0 Hz, 1H), 6. 68 (s, 1H), 5. 99-5. 94 (m, 1H), 5. 92-5. 75 
(m. 1H). 5.16-5.03 (m, 2H). 5.02 (s, 2H). 4.42-4.20 (m, 2H), 2.21 (s, 
15 3H), 2. 17 (s. 3H), 2. 15 (s, 3H)„ 

nnms (4 4) 

4- [4, 5-z/^)V- 2- [N-^;i/-N- (5 JV- 2-7'J 



10 
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COOH 



TLC : R f 0. 42 D D^;i/A : / — )V= 9 : 1 ) ; 

NMR : 6 7. 98-7. 91 (id, 2fl), 7. 43 (d, J = 8. 7 Hz, 1H), 7. 08 (s, 1H), 

6. 79 (d, J = 3. 3 Hz, 1H), 6. 74 (s, 1H), 5. 98 (m, 1H), 4. 98 (s, 2H), 3. 30 

5 (s, 3H), 2.38 (s, 3H), 2.24 (s, 3H), 2.19 (s, 3H), 2. 15 (s, 3H) 0 

mMM5 (4 5) 

4- [4, 5->>^^;P-2- [N-X^-N- (5-/fJP-2-7'J 



TLC : R f 0. 42 P : 7 ^ / — ;P= 9 : 1 ) ; 

NMR: (J 7. 97-7.90 (m, 2H), 7.45 (d, J = 8. 1 Hz, 1H), 7.01 (s, 1H), 
6.76 (s, 1H), 6.75 (d, J = 3. 3 Hz, 1H), 5.95 (ra, 1H), 4.96 (s, 2H), 
3.82-3.66 (br, 2H), 2.37 (s, 3H), 2.25 (s, 3H), 2.19 (s, 3H), 2. 13 (s, 
15 3H), 1. 14 (t, J = 7. 2 Hz, 3H)„ 

mmms (4 6) 

4- [4, 5-*?*^)]s-2- [N- (5~^JV~2-^VJV7,JVy^-^ 



10 
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T L C : R f 0. 42 n D^VA : J — )l= 9 : 1 ) ; 
NMR : 5 7. 98-7.90 (m, 2H), 7.45 (d, J = 8. 1 Hz, 1H), 7.02 (s. 1H), 
5 6.78-6.70 (m, 2H), 5.95 (m, 1H), 4.95 (s, 2H), 3.71-3.55 (br, 2H), 2.37 
(s, 3H), 2.24 (s, 3H), 2.19 (s, 3H), 2.12 (s, 3H), 1.60-1.44 (m, 2H), 
0. 88 (t, J = 7. 5 Hz. 3H) 0 

mmms u 7) 

10 4- [4, 5-^^)1-2- [N- (5-^5F-;i^-2-^U;l/X;i/>'^n 
)V) -N- (2~~7°U^~)V) 75/3 ^^7^rS/^^;i/] -3-^^;i/^ 
BMW. 



TLC : R f 0. 45 (i?nn*M : ^$J~~ )V= 9 : 1) ; 
15 NMR : 5 7.98-7.90 (m. 2H), 7.45 (d, J = 8. 1 Hz, 1H), 7.01 (s, 1H), 
6.77 (d, J = 3. 3 Hz, 1H), 6.71 (s, 1H), 5.96 (ra. 1H), 5.83 (m, 1H), 
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5.15-5.00 On. 2H), 4.96 (s, 2H), 4.40-4.20 (br, 2H), 2.38 (s, 3H), 2.23 
(s, 3H), 2. 18 (s, 3H), 2. 14 (s, 3H) e 

(4 8) 

5 4- [4, 5->>^;|/-2- [N- (2-tFD + y-2-^J^Dh° 

_ N _ (5-^^-2-^u;i-x;i/7*n;i/) r^y] 



TLC:Rf 0.41 (^nn*M : S — )V= 9 : 1) ; 
10 NMR : 6 8.00-7. 94 On, 2H), 7.53 (d, J = 7. 8 Hz, 1H), 6.80 (s, 1H), 
6.77 (s, 1H), 6.75 (d, J = 3. 3 Hz, 1H), 6.01 (m, 1H), 5.08 (d, J = 12. 3 
Hz, 1H), 5.00 (d, J = 12.3 Hz, 1H), 3.84 (d, J = 14. 4 Hz, 1H), 3.56 (d, 
J= 14.4 Hz, 1H), 2.42 (s, 3H), 2.23 (s, 3H), 2.21 (s, 3H), 2.14 (s, 3H), 
1.25 (s, 3H), 1.18 (s, 3H) D 



mmms (49) 

4- [6- [N-^5P;V-N- (4-^)\s-2-?-TW)VX)]/y*=2)V) 




15 
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COOH 



TLC : R f 0. 34 »f l/> : ^^;-^=l 9 : 1) ; 
NMR : 6 8. 11 (d, J = 8. 7 Hz. 2B0. 7. 35 (d, J = 8. 7 Hz, 2H). 7. 20 (s, 
1H), 6.94 (brs, 1H), 6.78 (s, 1H), 4.92 (brs, 2H), 3.44 (s, 3H), 2.89-2.83 
5 On, 4H), 2.35 (d, J = 0. 9 Hz, 3H), 2.08 (m, 2H)„ 

mMM5 (5 0) 

4- [6- [N- (2-b Fa^->-2-^^;i/yntf;W -N- (5-;* 

io 



TLC : R f 0. 32 na^M : J — ;i/= 1 0 : 1 ) ; 
NMR : 6 7. 97 (d, J = 7. 8 Hz, 1H), 7. 95 (s, 1H), 7. 53 (d, J = 7. 8 Hz, 
15 1H), 6.89 (s. 1H), 6.86 (s, 1H), 6.75 (d, J = 3. 3 Hz, 1H), 6.01 (dd, J 
= 3. 3, 0. 9 Hz, 1H), 5. 08 (d, J = 12. 9 Hz, 1H), 5. 02 (d, J = 1 2. 9 Hz, 1H), 
3. 85 (d, J = 14. 7 Hz, 1H), 3. 58 (d, J = 14. 7 Hz, 1H), 2. 90-2. 78 (in, 4H), 
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2.42 (s, 3H), 2.21 (s, 3H), 2.13-2.01 (m, 2H), 1.25 (s, 3H), 1.18 (s, 
3H) e 

5 3-^^-4- [6- CN-^^-N- (4-^^H2-f7^UJV 



T L C : R f 0. 45 (^DPz|nM : — ;U= 9 : 1) ; 

NMR (DMS0-d 6 ) : 5 7.60-7.50 On, 3H), 7.49 (d, J = 8. 1 Hz, 1H), 7.20 
10 (d, J = 8. 1 Hz, 1H), 7.09 (s, 1H), 7.04 (s, 1H), 6.53 (d, J = 15. 9 Hz, 
1H), 4.87 (br, 2H), 3.24 (s, 3H), 2.85 (t, J = 7. 4 Hz, 2H), 2. 77 (t, J 
= 7. 4 Hz, 2H), 2.25 (s, 3H), 2.23 (s, 3H), 2.10-1.95 (m, 2H)„ 

mmms (5 2) 

15 4- [6- [N-X5P;l/-N- (4-^^-2-5=-7^u;i/x;i/7^-;w 
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T L C : R f 0. 44 (^DD*Jl/A : *$J— )V= 9 : 1) ; 
NMR (DMS0-d 6 ) : 6 7.55 (d, J = 16. 0 Hz, 1H). 7.50-7.40 (in, 3H), 7.19 
(d, J = 8. 1 Hz, 1H), 7.09 (s, 1H), 6.98 (s, 1H), 6.52 (d, J = 16. 0 Hz, 
1H), 4.84 (br, 2H), 3.66 (br, 2H), 2.85 (t, I = 7. 4 Hz, 2H), 2.77 (t, 
5 J = 7. 4 Hz, 2H), 2.23 (s, 3H), 2.19 (s, 3H), 2.10-1.90 (m, 2H), 1.01 (t, 
J = 7. 0 Hz, 3H) o 

MUMS (5 3) 

4- [2- [N-^n^nk'JW5 : J!/-N- (5 -*^)V- 

io )Vy*~)V) 75/1 -4, 5-^/f;i/7x/^i/^^H &Mmm 



TLC : R f 0. 41 d U^JVA : %*? S—)l>= 9 : 1 ) ; 
NMR : 6 8. 11 (d, J = 8. 4 Hz, 2H), 7. 43 (d, J = 8. 4 Hz, 2H), 7. 09 (s, 
1H), 6. 74 (d, J = 3. 0 Hz, 1H), 6. 70 (s, 1H), 5. 96-5. 92 (m, 1H), 5. 02 (brs, 
15 2H), 3. 68-3. 40 (m, 2H), 2. 23 (s, 3H), 2. 19 (s, 3H), 2. 14 (s, 3H), 1. 03-0. 86 
(m, 1H), 0.46-0.35 (m, 2H), 0.21-0.06 On, 2H)„ 

mmM5 (5 4) 

4- [4, 5 -5?* s ?)V-2- CN- (2-k -^^;l/^Ptf 

20 )V) ~N- (5 2->"j;vx;i/7^r.;i/) T$/] 7ai/^->^ 
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OOH 



TLC:Rf 0.34 (#pp2f?;kk : ; — )\,= 9 : l) ; 
NMR : 6 8. 13 (d, J = 8. 4 Hz, 2H), 7. 52 (d, J = 8. 4 Hz, 2H). 6. 81 (s, 
1H), 6.75 (s, 1H), 6.74 (d, J = 3. 0 Hz, 1H), 6. 03-5. 98 (m, 1H), 5.22-4.96 
5 (m, 2H), 3. 92-3. 76 and 3. 64-3. 48 (each m, total 2H), 2.21 (s, 6H), 2.13 
(s, 3H), 1.28 and 1.19 (each brs, each 3H) 0 

m&ms (5 5) 

3 -*3\H/-4 - [6- [N— (2-^fJl/-2-7 p P^;i/) -N- (4 



TLC:Rf 0.60 (^DP*M : ^^y-^=9 : 1) ; 
NMR: 6 7.76 (d, J = 15. 9 Hz, 1H), 7.42-7.34 On, 2H), 7.27-7.22 On, 
15 1H), 7.12 (s, 1H), 6.92 (d, J = 0. 9 Hz, 1H), 6.78 (s, 1H), 6.47 (d, J 
= 15. 9 Hz, 1H), 4. 90-4. 72 On, 4H), 4. 50-4. 14 (in, 2H), 2. 92-2. 80 On , 4H), 
2.31 (s, 6H), 2.18-2.00 On, 2H), 1.81 (s, 3H)„ 




223 



WO 02/072145 



PCT/JP02/02359 



mmms (5 6) 

4- [6- cn-->^d^dh;I/^^;I/-n- (4-pWI/-2-^tVU 

)17.)V7 T^y] -r>^>- 5 — -Vltt^^M -3-*^)V 

5 ^jfern 




TLC : R f 0. 60 U D^;]/i^ : — ;p= 9 : 1 ) ; 

NMR : (5 7. 77 (d, J = 15. 9 Hz, 1H), 7.42-7.38 (m, 2H), 7.30-7.25 (m, 
1H), 7.21 (s, 1H), 6.89 (d, J = 0. 9 Hz, 1H), 6.82 (s, 1H), 6.46 (d, J 
10 =15. 9 Hz, 1H), 4.92-4.64 (m, 2H), 3.84-3.42 (m, 2H), 2.95-2. 76 On, 4H), 
2.31 (s, 3H), 2.31 (s, 3H), 2. 18-2. 02 (ra, 2H), 1. 08-0. 90 (m, 1H), 
0. 46-0. 40 (m, 2H), 0. 26-0.08 (m. 2H)„ 

mmms (5 7) 

15 4- [6- [N- (2-bKn^v--2-^3S^:7°afc:;l/) — N— (5-* 
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^.COOH 



TLC:Rf 0.46 PD*M : 9 : 1 ) ; 

NMR : d 7. 78 (d, J = 15. 9 Hz, 1H), 7. 58 (d, J = 8. 1 Hz, 2H), 7. 47 (d, 
J = 8. 1 Hz, 2H), 6. 85 (d, J = 3. 6 Hz, 2H), 6. 74 (d, J = 3. 6 Hz, 1H), 6. 47 
5 (d, J = 15. 9 Hz, 1H), 6. 01 (d, J = 2. 1 Hz, 1H), 5. 10 (d, J = 12. 0 Hz, 
1H), 4.99 (d, J = 12. 0 Hz, 1H), 3.85 (d. J = 14. 1 Hz, 1H), 3.53 (d, J 
- 14.1 Hz, 1H), 2.90-2.77 On. 4H), 2.23 (s, 3H), 2.07 On, 2H), 1.27 (s, 
3H), 1.16 (s, 3H) 0 

io mmms (5 8) 

3-^^;P-4- [6- [N— (4-^f;K2-f77'J;^7t^) 

-N- (2-^d^~;v) 75/] -f >^>-5 — f;P*^$/^^;w 
US 



15 TLC:Rf 0. 42 <M{£**PU> : J— )V= 1 O : 1 ) ; 

NMR: 5 7.76 (d, J = 15. 9 Hz, 1H), 7. 42-7.36 On, 2H), 7.28 On, 1H), 
7. 11 (s, 1H), 6.92 On, 1H), 6.80 (s, 1H), 6.47 (d, J = 15. 9 Hz, 1H), 5.87 
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(m, 1H), 5.11 (dd, J = 17.1, 1. 5 Hz, 1H), 5.07 (dd, J = 8. 7, 1.5 Hz, 1H), 
4.83 (br, 2H), 4.32 (br, 2H), 2. 92-2. 82 (m, 4H), 2.33 (d, J = 0. 6 Hz, 
3H), 2.32 (s, 3H), 2.16-2.04 (ra, 2H)„ 

5 mmm 5 (59) 

4- [6- [N — (2-hFD^>-2-W7'nt:J0 -N- (4-* 



10 TLC : Rf 0. 42 (fflk*3 L \s> : /-;V= 1 0 : 1 ) ; 

NMR : 5 7.76 (d, J = 15. 9 Hz, 1H), 7.44-7.38 (m, 3H), 7.05 (m, 1H), 
6. 88 (s, 1H), 6. 82 (s, 1H), 6. 46 (d, J = 15. 9 Hz, 1H), 5. 03 (d, J = 12. 0 
Hz, 1H), 4. 93 (d, J = 12. 0 Hz, 1H), 3. 96 (d, J = 14. 4 Hz, 1H), 3 . 69 (d, 
J = 14. 4 Hz, 1H). 2. 87 (t, J = 7. 5 Hz, 2H), 2. 77 (t, J = 7. 5 Hz, 2H), 

15 2.43 (s, 3H), 2.40 (s, 3H), 2.13-2.00 (m, 2H), 1.23 (s, 3H), 1.18 (s, 
3H) 0 

»^J5 (6 0) 

4- [4, 5 -i?*^)V-2- [N-^D^nW^-N- (5-* 
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COOH 



V 



TLC : R f 0. 45 (57 pujKM : *$J— )V= 9 : 1) ; 
NMR : <5 8.00-7.92 On, 2H), 7.47 (d, J = 7. 8 Hz, 1H), 7.09 (s, 1H), 
6.78-6.71 On, 2H), 5.94 (m, 1H), 4.96 (s, 2H), 3. 63-3.45 (br, 2H), 2.37 
5 (s, 3H), 2.25 (s, 3H), 2.19 (s, 3H). 2.13 (s, 3H), 0.95 On, 1H), 0.44-0.35 
On. 2H), 0. 15-0. 22 (m, 2H) 0 

mmm 5 (6i) 

3-*^;V-4- [6- [N— {4~-*=?)V-2-?-7W)VK)V7*~)V) 

10 -N-ynt°;i/T^y] -r>^>- 5 — r;i/^->*^;!/3 



TLC : Rf 0. 41 (^DD*M : ^^/-Jl/=9 : 1) ; 
NMR : 5 7. 76 (d, J = 16. 2 Hz, 1H), 7. 44-7. 34 (m, 2H), 7. 32-7. 20 On, 
1H), 7.13 (s, 1H), 6.90 (s, 1H), 6.82 (s, 1H), 6.46 (d, J = 16. 2 Hz, 1H), 
15 4. 90- 4. 70 On, 2H), 3. 90-3. 50 (in, 2H), 2. 89 (t, J = 7. 5 Hz) and 2. 86 (t, 
J = 7. 5 Hz) total 4H, 2. 31 (s) and 2. 30 (s) total 6H, 2. 09 (quint, J = 
7.5 Hz, 2H), 1.58 On, 2H), 0.91 (t, J = 7. 5 Hz, 3H) 0 




COOH 
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S (6 2) 

4- [6- [N- (2-kFn^-2-^^;vyDtf;v) — N— (4-* 
f;i/-2-5 1 7yu;i/X^7t-ji') r^y] -f>^>-5 — ov^-*^* 

5 




TLC:Rf 0.29 (mt^U> : S~)V= 1 9 : 1) ; 
NMR : (5 8. 13 (d, J = 7. 8 Hz, 2H), 7. 48 (d, J = 7. 8 Hz, 2H), 7. 02 (brs, 
1H), 6.90 (s, 1H), 6.83 (s, 1H), 5.12 (d, J = 12. 6 Hz, 1H), 4.95 (d, J 
10 = 12.6 Hz, 1H), 3.96 (d, J = 15. 0 Hz, 1H), 3.77 (d, J = 15. 0 Hz, 1H), 
2.88-2.75 (m, 4H), 2.42 (s, 3H), 2. 06 (m, 2H), 1. 29 (s, 3H), 1. 22 (s, 
3H)„ 

mmme 

15 3-^^;i/-4- [6- [N — (V7'^)V-N- (4 - *?-)l>- 2 -^7 N / 
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mMM2 (7 4) TMMVfzfc&m (2 1 3 g) 0I^;-JK2L) M 

mmz 5 N7kMfcj~ b v *?&7kmwi (74. 7m 1 ) m%7L. m&m& 8 0 °c-e 
5 mfe&mmvfa 0 mm^mmi^. mux^;-^ (5 0 omD ^j^vx 

(2 5mL) ^iP^TUn^^$-&fe 0 ^^I^I^Btlt?lUX^#J&^ 

T^Tco^jm&^-r^mm^m a 6 5 g) sr#7t 0 

TLC : R f 0. 52 (^DD^M : ^^/-;N9 : 1) ; 
10 NMR (DMS0-d 6 ) : 6 7. 49 (s, 1H), 7. 29 (s, 1H), 7. 26 (d, J = 8. 1 Hz, IH), 
7. 10-7. 00 (m, 4H), 6. 38 (d, J = 15. 9 Hz. IH), 4. 89 (br-d, J = 10. 5 Hz, 
IH), 4.63 (br-d, J = 10.5 Hz, 1H), 3.55-3. 25 (m, 2H), 2.85 (t, J = 7. 2 
Hz, 2H), 2.78 (t, J = 7. 2 Hz, 2H), 2.21 (s, 3H), 2.18 (s, 3H), 2.10- 
1.90 (m, 2H), 1.60-1.45 (m, IH), 1. 00-0.70 (m, 6H)» 

15 

mmme u) 

4- [2- [N— -1* V^n tf;i/— N— (5-X^Jl>-2-7V)l>X)]s*7#- 
)V) 75/] - 5 - h 'J 7JWD^^7x/^'>^f Jk] &MWm.'j-b 
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TLC : R f 0. 50 (^DD^M : ;*^/—;i/= 9 : 1) ; 
NMR : d 7. 84 (d, J = 8. 1 Hz, 2H), 7. 20-6. 95 On, 5H), 6. 65 (d, J = 3. 3 
Hz, 1H), 5.84 (d, J = 3. 3 Hz, 1H), 4.75 (brs, 2H), 4.30-4.10 (m, 1H), 
5 2.12 (s, 3H), 0.86 (brd, J = 3. 9 Hz, 6H) 0 

mmmQ (2) 

r^y] -4, s-^wxy^i/^^w ^m#m-^-bu»>Am 



1.0 




TLC : R f 0. 40 (^pn*M : 9 : 1) ; 

NMR : 5 7. 83 (d, J = 8. 1 Hz, 2H), 7. 00 (d, J = 8. 1 Hz, 2H), 6. 88 (s, 
1H), 6.59 (s, 1H), 6.54 (d, J = 3. 0 Hz, 1H), 5.74 (s, 1H), 4.90-4.50 (m, 
2H), 3.33 (brd, J = 6. 3 Hz, 2H), 2.09 (s, 3H), 2.05 (s, 3H), 1.93 (s, 
15 3H). 1. 60-1.40 (m, 1H). 0.73 (d, J = 6. 3 Hz, 6H)o 

mMM6 (3) 
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3-*^;i/-4- [2- [N — TV^;i/-N- (5 ~^)V-2-y^ )V 




CH 3 



5 TLCrRf 0. 41 (^UD^M : 9 : 1) ; 

NMR (DMS0-d 6 ) : 6 7.70 (s, 1H), 7.66 (d, J = 7. 8 Hz, 1H), 7.13 (d, 
J = 7. 8 Hz, 1H), 6. 99 (s, 1H), 6. 91 (s, 1H), 6. 76 (d, J = 3. 3 Hz, 1H), 
6. 14 (d, J = 3. 3 Hz, 1H), 4. 88 (brs, 2H), 3. 36 (d, J = 6. 9 Hz, 2H), 2. 26 
(s, 3H), 2.22 (s, 3H), 2.14 (s, 3H), 2.10 (s, 3H), 1.60-1.45 (m, 1H), 
10 0. 81 (brd, J = 6. 3 Hz, 6H) e 

mMM6 (4) 

4- [6- [N — TV^;W-N- d4-^)V-2-^TVU)PX)Vy^ 




15 CH 3 

TLC:Rf 0.40 D PtJUW* : / — ;i/= 9 : 1 ) ; 
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NMR (CD 3 0D) : 5 7. 91 (d, J = 8. 1 Hz, 2H), 7. 19 (s, 1H), 7. 18 (d, J 
= 8.1 Hz, 2H), 7.13 (s, 1H), 6.93 (s, 1H), 5. 00-4.80 (m, 1H), 4.65-4.58 
(m, 1H), 3.65-3.48 On, 2H), 2.95-2.80 (ra. 4H), 2.21 (d, J = 0. 9 Hz, 3H), 
2.09 (quint, J = 7. 5 Hz, 2H), 1.66 (m, 1H), 1.03-0.85 (m, 6H)» 

mmme (5) 

4- [6- [N — f V^;i/-N- {A-^)V~2-^TV^))V7,)Vy^ 




10 TLC : Rf 0. 37 (^nn*M : J — )V= 9 : 1) ; 

NMR (DMS0-d 6 ) : 6 7. 81 (d, J = 8. 0 Hz. 2H), 7. 47 (q, J = 0. 4 Hz, 1H), 
7.06 (d, J = 8.0 Hz, 1H), 7.03 (s, 2H), 6.95 (s, 1H), 5.10-4.80 (m, 1H), 
4.80-4.50 (ra, 1H), 3.43 (brs, 2H), 2.80 (q, J = 7.0 Hz, 4H), 2.23 (d, 
J = 0. 4 Hz. 3H), 2. 01 (qn, J = 7. 0 Hz, 2H), 1. 53 (sept, J = 6. 6 Hz, 1H), 

15 0. 85 (brs. 6H) 0 

mmmQ (6) 

4- [6- CN — (Vy^JV-N- (5-^;i/-2-7'JM^7*»;W 
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JDOONa 



TLC:Rf 0. 51 D D^JPA : 9 : 1 ) ; 

NMR : d 7. 37 (d, J = 1 5. 9 Hz, 1H), 7. 17 (d, J = 7. 5 Hz, 2H), 7. 10-6. 90 
(m, 3H), 6.67 (s, 1H), 6.55 (s, 1H), 6.45 (d, J = 15. 9 Hz, 1H), 5.74 (s, 
5 1H), 4.80-4.45 (m, 2H), 3.35 (d, J = 6. 3 Hz, 2H), 2.85-2. 55 (m, 4H), 
2.10-1.80 (m, 5H), 1.65-1. 40 (m, 1H), 0.74 (brs, 6H) D 

mnme (7) 



TLC:Rf 0. 60 (^DD^M : ;*^/-;i/=9 : 1) ; 
NMR (CD s 0D) : 6 7. 78 (s) and 7. 75 (d, J = 8. 1 Hz) total 2H, 7. 24 (d, 
15 J = 8. 1 Hz, 1H), -7.07 (s, 1H), 6.97 (s, 1H). 6.64 (d, J = 3. 3 Hz, 1H), 
6. 03 (dd, J = 3. 3, 0. 9 Hz, 1H), 5. 08-4. 75 (in, 2H), 3. 48 (d, J = 7. 5 Hz, 
2H), 2.94-2.80 (m, 4H), 2.32 (s, 3H), 2.15-2.00 (m) and 2.04 (s) total 




233 



WO 02/072145 



PCT/JP02/02359 



5H, 1.87 On, 1H). 0.98-0.80 (in, 6H) 0 

mnme (8) 

4- [6- [N — TVyDhMU-N- (4 2 -?7^'J;I/XJP7 



TLC : Rf 0. 36 (^DP*;I/A : *&S—)V= 9 : 1) ; 
NMR : 5 7. 27 (d, J = 15. 9 Hz, 1H), 7. 21 (d, J = 7. 5 Hz, 2H), 6. 98 (d, 
J = 7. 5 Hz, 2H), 6.84 (s, 1H), 6.78 (s, 1H), 6.70 (s, 1H), 6.41 (d, J 
10 =15.9 Hz, 1H), 4.70-4.40 (in, 3H), 2.85-2.60 (m, 4H), 2.24 (s, 3H), 
2.05-1.90 (m, 2H), 1.01 (d, J = 6. 6 Hz, 3H), 0.95 (d, J = 6. 6 Hz, 3H) D 

mmm6 o) 

4- 12- [N-'fV^-N- (2-^TV x ))V*)V7*~)V) 757] 
15 -4, 5 - i?^5 i ;P7x/^">^5 1 ;W ^JgLtft • * U ^Afi 





TLC : R f 0.32 (^UU^A : )V= 9 : 1) 
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NMR : d 7. 82 (d, J = 8. 1 Hz, 2H), 7. 33 (d, J = 3. 0 Hz, 1H), 7. 15 (d, 

I = 3. 0 Hz, 1H), 6.94 (s, 1H). 6.89 (d, J = 8. 1 Hz, 2H), 6.56 (s, 1H), . 

4.70-4.55 (m, 1H), 4.45-4.25 (m, 1H), 3.60-3.30 (m, 2H), 2.09 (s, 6H), 
1.60-1.45 (m, 1H), 0.78 (brs, 3H), 0.72 (brs, 3H) 0 

5 

mmme a o> 

~M 75;] -4, B--J^)Vy^/^y^)V\ &&&m- ±hVu 
AWL 



TLC : R f 0.37 (^auMA : *&;—)V=l 0:1); 

NMR (DMS0-d 6 ) : 6 7. 98 (d, J = 3. 0 Hz, 1H), 7. 82 (d, J = 3. 0 Hz, 1H), 

7. 64 (s, 1H), 7. 60 (d, J = 7. 8 Hz, 1H), 6. 99 (d, J = 7. 8 Hz, 1H), 6. 97 

(s, 1H), 6.91 (s, 1H), 5.00-4. 54 (m, 2H), 3.42 (d, J = 6. 3 Hz, 2H), 2.20 

15 (s, 3H), 2.20 (s, 3H), 2.11 (s, 3H), 1.50 Cm, 1H), 0.90-0.73 On, 6H)„ 

mmmi 

4- [5-hU7^tn^?;i/-2- [N— (5-^fil/-2-7'JM^ 



10 
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ttm-rzfc&m&m^T* W098/27053 ^ommrn 5 9 (2) <DK&m& 

TLC:Rf 0. 38 dd^JPA : J— )V= 1 0 : 1 ) ; 
5 N M R (CDCIg) : d 7.75 (d, J = 15. 9 Hz, 1H), 7.50 (d, J = 8. 1 Hz, 
2H), 7. 37-7. 16 On, 5H), 6.45 (d, J = 15. 9 Hz, 1H), 5.98 (n, 1H), 5.81 (d, 
J = 3. 3 Hz, 1H), 5. 12-4. 90 (m, 3H), 2.05 (s, 3H), 1.33-0.96 (m, 6H)„ 



A 10. 0g 

• ¥Lff 6. 09 g 

15 • IRjlSa-fe^n— X 2. 61 g 

• fg«m^fc: HD^rS/^nfc°;i/-tr;pp-x 2. 0g 

• t FD^v:/Ptf;Hr;i/n— x 1. og 

• ^»^7jC« 0. 1 g 

•Xf7'J>tT^v">A 0. 2g 

20 

mam 2 immomm. 
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if mi o o 

• itlk^iB 10. Og 

5 : 5.88g 

■ hO=EU^zy^>y a > 2. 52 g 

• fSS^fc Hn^->^nti;i/ii;i/D— x 1. oog 

• b Kp^yya h 0 ;Mr;n=i— 7; 0. 60 g 

• xfT'J >iY^y7A a 20 g 

10 n— 

•bHn^y7Ph°;M?;^n-x o. 3g 

• ^Uxfi/>^un-;i/ a 03 g 

• Wiik^$> o. 10 g 
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1 . E P 1 7 >$> zfnx h ^m^im h LT^TS 5 co?£i^3 

5 

2. EP 1 T>^rfnx -HJ85S: (I A) 



CSS;*, 




(IA) 



io te\ 5£ 

CSC . €C , GC . €C . $C . 

(a) (b) (c) (d) (e) 




(f) (9) (h) CO 

NR 6A R 7A 
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3. EP 1 T>^rfnX 6- C(2S, 3S) -3- (4-^DD- 

15 2-*T)V7x.~)VX}V7*~)VT$.S *^)V) -fcfS^D C2. 2. 2] 

20 4. EP 1 T>^rfnxh^ — fe£ (IB) 
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(A 2 W) 



<B2I» 



5 te, ^n-^nniLVx. cs-is^m tfcttii^it2iot*, 

-COR 1B , 

-C l-47Ml/>-COR 1B , 
10 -CH=CH-COR 1B , 
-C = C-COR 1B , 
-O-C l-37Ml/>-COR 1B , 
d&f, R 1B &, 7Km»> C1~47;W^SNR 6B R 7B (5£^ R 

15 ^£nsaE£&*rr.), 

-Cl~5 7;^l/>-OHT^tl§S^5U 
Z 2 te> zfc*fiB% Cl~4 7;Wk ci~4 7;w-x - fp> AD 

R 1B R 1B te, WIBfcRD*ificS*t)-f.) T?7K3n£36£3&bU 

20 Z 3 te, ^SfcfiC l~4mi/>^fcl, 
Z 4 te, S0 2 $fc{SCO§gt)U 

z 5 &. 



240 



WO 02/072145 



PCT/JP02/02359 



(1) Cl-8 7;^ik C2~87^;k Jfc$*C2-8mz;k 

(2) ^ocn;K C3~7y^D7JV^I/, Sfcttl~2i©li, BfE3t£ 

(3) y ^~)V^tz.UC 3-7 ^>^D7MJI/TlI$nfcC 1~4 7J!/^ 
5 ;K C2~4T;I/^t-;K ^&C2-4 7M^ 

(_hfH (2) (3) ^©^ni^K C3~7y^n7MJK 1 — 2 

^^fc^mM^Wt-^ 5~7MWtt^«, 1~5{H<DR 5 
B * (ItOR s m ^5£bT7jc*M^ Cl~67», C1-67JV 

R 2B te, CONR 8B , NR SB CCX CONR 8B -C 1-47M1/X C 
l~47MI/>-CONR 8B , NR 8B CO-Cl-4mkX Cl~ 
47Ml/>-NR 8B CO, Cl~37J^l/>-CONR 8B -C 1~3T 
15 )V^V>. Cl~37Ml/>-NR 8B CO-Cl~37^1/> 

R 8B *3u 7jcmM^^fe«ci~4T;wi^^fe-rj> mmic^ ^jm^, 

NZ 6 (:£4»> Z 6 «> 7jc^M : ?^fc«C l~47MJ^St)tJ, Z 7 -C 
1~47^1/X Cl~4 7Ml/>-Z\ Cl~37Jl/+l/>-Z 7 - 
Cl~37i^k> (5£<K Z 7 «, m*^, SfgfSfcftNZ 6 (5£4>. 
20 Z 6 ^MS5i:|W|D^^t)-ro) §gt)t.) -»£:ft£X> CO, CO-C 
l~4 7Mt/X Cl~47Ml/>-CO, Cl~37Ml/>-CO 
-C1-3 7MI/X C2~47MkX C 2~47^kX C2 

R 3B teU 7KSiIB\ Cl~6m;k Cl~6 7^y ( Cl-67 

25 )V*c)\>tt. -hn, /\n^>jrj\ hU^;^n^^;K h'J7Mn^ 
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(1) fcmm^> 

(2) C2~8 7;^z;k *fcttC2-8 7;l4-;k 

(3) l~2fi©COOZ 8 , CONZ 9 Z 1( \ OZ 8 S Z\ Z\ 

«ktfC l~47iI/n^y-C 1 ~ 4 7^3^^ ^ 

(4) C3~7^D7J^ 

(5) 7x-Jl/tfettC 3~7 y^a7M^Tii$nfcC 1-47K 
10 ;k C 2~4T)l>tr—)V$Lrz.l&C2~4T)V*^)V 

(JtIB (4) (5) 4>©7x-;K C3-7^n7;Wtt, 1~ 

15 fctffU (1) R 2B ^3J;nCR 3B «, ^rtl^tlB 2l01ft^tf2tllt 
(2) A2at*^>i?>ai^tob» #0 (Z 2 ) t !dtCOR 1B $gt)$^ 

So) 

5. EP^^n'nxW 

(1) 4- [2- (N-^y7'^-2-77r:l!/X^7*^75/) 
25 - 5 - h U 7MP^^7x;^y^^JW Ml, 

(2) 4- [5-hU7Mn^^-2- [N- (5-^^-2-^ 
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5 6. EP^^^Xh^ — «5£ (IC) 



Z c teU &*BFJ% fiftftlT?, -S (O) -Sfctt-S (O) 2 -T&D, 
10 X c te> -CH=CH- -CF 2 - -CHF-, - (CH 2 ) nC -S:7c 
(CH 2 ) pC -CH=CH-TSD, 
Y c teu -CH (OH) -NR 3C -. Wmm** -S (O) -S 
(O) a-SfcKmSHR^TftO, 
qC(i0^dill?$D, 
15 rC^OtfettlT^D (fcfc'L, TIB (1), (2) (3) <£>fl# r 

(i) x c ^-ch=ch-, - (ch,) nC -mrciz- (CH 2 > pC -c 

20 (2) X c ^- (CH 2 ) nC --r*0, qC)^l?«D, nC^ltfSD, 




H 
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(3) aWU^D> mCftU, 2, 3, 4, 5 £&fci6 ^tV 

mCiiO-6Tfe^) 0>c7cU> X c ^- (CH 2 ) nC -T&*3, gMUT 
Y c ^m^M^ «M^> ~S (O) -i:fcte~S (O) 2 -T£D, 

nCttl~6 (DW.WC£%> K) , 
pCttl~6OiW0, 

7. EP^^^XW — (ID) 



,3D 




-och (r 3d ) -&&z$-x»-temmmm^±xmmzi, 2(Di±mmm 

IZ. o ) % 

20 WT%cfcVi7x^;raD, 

tfpu;K ^x~;k 7'j;k t°^/u;k ^rv*u;k 
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X D te, 5£- (CHR 4D ) nD -£fe«- (CHR 4D ) pD CR 4D =CR 4D 
(CHR 4D ) qD -T=&£K 5£+©nDfcfcl~3T&tK ^pDfei^aD 
fcfeft £ 0 T & § fl\ Sfe»pDfe«fctXqD© V>T*l3&>— 1 Tl^F^ 0 T? 

5 R 1D te, iB D ±T, 6II*THiM-OCH (R 3D ) -tl, 3 £ 
fcfctl, 4©{&MiTOc&D, 5II^TttiM-OCH (R 3D ) -il, 

3(D&mmmz&r), #o#;^^ % *m^>-ci~c3-7;i/+;k 

10 R 1D teU 5£-CONR aD R alD (5£tK R aD tt7fC*^*fe«C 1-C6 
-T^JVTSD, R alD «7jc*M-^, *fc««fe$nTV^Tfe<fcV^ Cl~ 
C6 7», C2~C&7;^k C2~C6 7M-jk C3~C7 
->^n7W, C3~C 7^D7JVW-C 1-6 7MJK C3~C 
7 i/^n7W- C2-C6 T;i/^rn;k C3-C7 >>^D7M;I/- C 

15 2~C6 7^-;k C5-C7-^D7M-Jk C3-C7-^D 
T;i/^r^;i/~ C1-C6- TJWW C 5 ~C 7 -v'^D?;^- C 2 
~C 6 -T;I^^t-;K C 5~C 7 ~^D7^;i/-C2~C6-7M 

~;k 5-6 m<D^fn b < tefflfrmmmmmzz. r> mm^ c 1 ~ c 

20 rD7U — £ £\ 

^?t«R aD ^ci:rXR aiD ^ ^n^^-a-^nxv^T^ (NR aD 

R ai D) t^(:7$yi^fei,<^© X xfMMt§o) X&D, £ 
7t«R 1D «, 5$-CONHS0 2 R bD (^4«, R bD te. tl^tlT^TfeJ; 
Cl~C6 7;Wk C2~C6 7^JK C2~C6 7i^JK 
25 C 3 ~C 7 ->^D7W-C 1 ~C 6 7 C3~C7->^Pm 
;V-C2~C 6 7;^^jK C3~C7^D7JW-C2~C6 7M 
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~;K C 3~C 7 y^D7JV»-C i~C 6 7M;k C3~C7->^ 
a7J^J!/-C2~C6 7J!/^k C3-C7 '>^D7J^JI/~C2 
-C6 7M-Jk 5~6lAfD7'J-Jk 5 ~ 6 *Ar0 7 U —)V- C 
l~67Mik 7xrjk 7x^;i/-Cl~6 7;i/^k 5~6Mt£fn s fe 

5 b < feiftfrmmmmmm&rcu 5-6 a&& t> b < c 

l~C6 7;!/W$^J T&D, 
R 3D ti7jciM^fe»C l~C47;i/^t*D, 

R 4 D te7jcf|fIC^£ 7c l~C4-7Mjra§J T^Stl^ft^tl 
(rcfcV, 4- (2 -^>S>\>l/-3 -k Ho^>'-4-^5;i'yaiy^-> 
10 *^)V) - 3 h^v^6S#m43£^4- (2- (3 -^rti-;kyn<- 

2-x>- 1 — r;K> -3-tHn^>'-4-*;vs;v^a:y^>^^;i/- 

15 ^7cf»^Jo 

8. EP X 7>^3*^W — « (IE) 




;K b°^^n;K b°U^~;K tf'J5^;K fx^Jk 5PXV*U;K 
•&W)V^fz.U.^y-J > TW)V (Z(Dm^Z\Z, -CH (R 3E ) N (R 2E ) 
B E -R 1E 43 t fc^-OR 4E »te, ^*ieUiT*BS£ 1 , 2 C7M£eP$Uc 
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^x^jk tfu^;K ^TVU;i/, ^itv*y;k ^x-;k 3\re>7VU 

R 1E te. ^B E _hlr-CH (R 3 E ) N (R 2E ) -^l^ttl, 3 £ 

3 7m ^h^l/U;k rh7yjJl/Cl~37M;K rhn>f, 
kKaWAl, 7^>fe^§i5\ £&fciR 1E tok 5£-CONR aE R al 
10 E (R aE ^7K*M^^:«C 1~6 7^;TOD, #oR alE te7fcip§IC^ 

(^©7;i/=^M, AD^>If, 757, C1-47JI/ 
^-Cl~47J^;P75y, 7jcg£S> -ho, y7/, MJ 

7;^d^5f;k ci-47;^*^fe(ici~4 7;^^^M-ji/ 

T«£*rCtrVTfe«fcVO» C2~6 7;t/^r~;i/ (H(D*g£\ XM^tel 

AM+v'yx-JK 5~6M©atDJ/^'J;I/C1~37;I/^JK 5~6 
l©AfD7U-JVCl~3 7M;k 5-6l©AfD^UMfdi5 
~6I©AfD7 l J»jra§^ ^fe«R aE ^J;rXR alE « s Jtnzufim 

^iw§7^Fii (NR aE R aiE ) t*^r$yKas*fe«^ecDx^ 

20 fJ^MtSJ £fcfc£R 1E te, ^-CONHS0 2 R bE (R b 

7/, hU7Mo^f;P, 0 1-4 7^^, 75/> Cl~47;^ 

;i/T^y> >>-c i~47;W7$;*fci*c i~47j^^m- 

25 imztete^). C2~6 7M-^ (£©*§£\ Hli^iltfc^V^), 
5 ~ 6 10 at P y ^ <J Jl^C 1 - 3 7^;k 5~6I©AfD7U-;i'C 
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l~3 7iWK 5~6l0AfD->i7ij;K 5~6lOArD7U-M 
D7'J-Mtt, l^taoT«AD^>if, 7«*. nhn, 75;, 

~>ry, ci~67Ji/a^x c i~6T;i/^;i/S (o) pE - (pEtto, 

5 l^di27?^§J, C l~6 7;Wl/*il'/W;k C1-4 7MM 

yvy-f^y^/, ci~47M/-i , ii' (N-ci~4m;w 75;, 

10 n;K Cl~4 7m7$;XJ!/», (C1-47W) 757 
X;i/^;K Cl~47JI/3^y*M*ZJK C I~4 7JW/<JWy, 
Cl~67M;<ik *M;Kl~4 7iWK hFn^S/Cl 
~6T;i^;K Cl~47J^^H5;C l-67MMfdiC 1 — 6 

7;^;^^/Wji/75yTttsnT^T ! feci;<, gfcte. 

15 R 1E te, jC-S0 2 N (R cE ) R c1e (R cE «7K*M^Sfe«C 1~4T 
a5£#\ ^fcterlfcL :&©5£E\ E B £fcteE c : 



ci~4 7M;rao> 



X E 




O-N-R 



(E A ) 
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-Ilt^filt}:^^)> C2~6 7^J1/ (l!©±J^, hi^a- 
5 3f 0 , 

R 4E te, II^nT^tfej;^, C1-67;WK C3~7y^D7jI/ 

^^tl-S-fb-a-^ (fcfcV. 2- [2-* h^>^75/] fc:U^> 
10 -5-#;P#>m. 4- [2-^h^^>^7$/] MfE 5- [2, 
3 ->>^ h^^>yJl/7$7] - 2-^DD-3 - 7S/X;^J!/M 

9. EP X 7>^3 5 nxh^, — ft££ (IF) 

R 1F R 2F R 3F_ HET F 

Y 1 (,F) 

HETHiiilf, S (O) nF *>£0?N (O) BP j^61«n-5 3 
20 fitTOAfnUf ^TU^5~1 2i©m -I^OMilT 

nFftO, 1 *fctt'2*T?*t), 

A F fcL -W F -, -C (O) -C (R 7 F ) -W F -, -W F -C (R 7 
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F ) 2 -> -CR 7F (OR 20F ) -C (R 7 F ) 2 -, -C (R 7 F ) 2 -C (O 

R 20F) R 7F_^ _ C ( R 7F) ( R 7P) ^ C R 7F = C R 

7F -T^D, Wn^fg^, S (O) nF ^§^NR 17F ^feU 
X F tt5~10l©m rJHSlTU— ;K »*V^ttR3WR^ S (O) n 
5 F £>£D?N (O) mP ^6a«n-5 l~3fi0ArOS^ft§ 5~1 01© 

j;<JOA F iB F }3:7'J 5^HAfD7 U —)V(D*)V bi±lzm& b , 
Y F teO, S (O) nF , NR 17F , #^^§V^«-CR 18F =CR 18F - 

10 B F te~ (C (R 18F ) 2 ) p p Y F (C (R 18F ) 2 ) qP -&*hU P 
Fcfe«fct^QF«, &L3£bT0~3£^foU Y3Wtt*K^ S (O) aF . N 
R 17I \ &£V>te-CR 18F ==CR 18F -<DB#, pF + qF^0~6T^D, 
Y F )Wi$@£-<£>B#> pF + qFttl~6 7?£ D , 
Z F «OH> NHS0 2 R 19F §ifcU 

15 R 1F > R 2F *5J;^R 3F ^iSl,T, Tkmm^ Andr>fHP, tt7;^ 

;k «t;i^~;k <&»7;Hr=JK ii7^^-HET F (r aF ) 4 

-9-, - (C (CR 4F ) 2 ) pF ) "SR 5F , - (C (R 4F ) 2 ) pF OR 8I \ 
- (C (R 4F ) 2 ) pF N (R 6 F ) 2 , CN, N0 2 , - (C (R 4F ) 2 ) pF C 
(R 7F ) 3 , -COOR 9F , -CON (R 6F ) 2 , (C (R 4F ) 2 ) 

20 pF SS (O) nF R 10F ^^b, 

#R 4F «7K*M^ 7y*SFP, CF 3 s Sl7MJl/^I^tA\ 
fc£2^©R 4F /^— fgfc&^T, O, S (O) nP ^<fclKN (O) mP *^38tin 
£ 1 fflOAf nf^^t bTV^T cfcVi 6 SSTOf^t) U 

#R 5F mtebTigMr;^;K i&mr^-jw ti7j^^k cf 3 , 

25 fg|^T;Wl/-HET F , II7J^^-HET F , - (C (R 18F ) 2 ) p 
F Ph (R 1 1 F ) 0 _ 8 §&:bU 
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~;k CF 3 , Ph> BnSItm N\zm-&~?Z>2-0(DR 6F f)i— m\ZU-o 

to, s (o) nv &&xm (o) ^frzmttn&mncD^umT^v-c 

5 =S-R 7F «a^bT7K^M^ 7y*it^ CF 3 , «7;^JVItfotil\ 
2^©R 7F ^-^^^ oX ^ o, S (O) nF ^<fct)CN (O) BP jfc&»tt*l* 
^v5rDjr?£ 0 ~ 2«TA/W*, 3-6 Jl©38F««*fcr^llfiJ»*«t) 
U 

io #R 9F fr»3AbT7K*iH^ «jrt;p^;p. ^mc7)V^-~)V. mk7)V* 

^-R 10F mtebTf£MT;^;K mk7)V*r~)V. ffik7)V*~)V. CF 
3 > Ph (R 11F ) 0 _ 3 , CH 2 Ph (R 11F ) 0 _ 8 £fcfci:N (R 6F ) 2 **t) 
U 

15 ^R 11F «^3ibX«T;i/^;k SR 20F , OR 20I \ N (R 6 F ) 2 , - 
COOR 12F , -CON (R 6 F ) 2> -COR 12F , CN, CF 3 , N0 2 ^fc 

#R 1 2F ^tebT7jc^^ «7MJ^fcfK>y;i/§Ifol, 

#R 13F mtebX7jc*M^ AD^>if, fi»r;i^;k o-mk7)V 
20 ^t-;k s-ii7M;k n (r 6F ) 2 , coor 12F , cn, cf 3 ^ 

R 14F *3J:tXR 15F f»3ibTfMT;Wk ADy>J|f, CF 3 , OR 1 
6F , S (O) nF R 16F £/tfc£C (R 16F ) 2 OR 17F ^feU 
#R 16F raiLbT7jc*J!M^ mk7)V^r=L)V, Ph, Bn 

25 SfcttCF,*SifeU 

^•R 17F mtebT7jc*M^ ffiim;^fcttBn^t)L, 
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29©R i8F «!^oti», s (o) nF &&tfmmm^frt>mu 

tl& 1 ^O^^DM^^r^Tr^Xfecfc V* 3 — 6 mM&Wo 

5 3 , HET (R aF ) 4 _ 9 , «7m-HET (R aF ) 4 _ 9 , &CT)V^rzi 
;i/-HET (R aF ) 4 _ 9 £^:bU 

CF 3 tfe«Ph (R 13F ) 2 £*bU 

«-R aF t«SLbT^T^e>s^n^a*gfe-r : 

10 jJcasjgBK zKBISk AP^>I?, CNv N0 2 . 75/, C1-6 7^4M 
C 2 — 6 T^—jK C2-6 7M^JK Cl~6 7Jl/n^X C2 — 6 
T)V*r^.)VHr^. C2~6 7M-M*'X Cl~67iW75;, 
5? (C 1-67W) T5y, CF 3, C (O) Cl~6 7m C (O) 
C2~6 7^JK C (O) C2~6 7J^JK COOH, COO (C 

15 1 — 6) 7)V*c)V, COO (C2 — 6) 7)Vtr~)V%> &X$C OO (C2 — 6) 

^7;wt-7 5 / cf>©T;^;wtt^Tte^*r s 1 - 3 ittti^nx^tfe 

APy>If, 7'J-Jk C1-6 7^X C2-67 
;i/^r-;l,^^ C2-6 7M~m^ CF 3 , CO (Cl-6) 7)V 

20 co (C2~6) co (C2-6) coo 

h, coo (ci~6) T)V*M coo (C2-6) r;i^r~;k coo 

(C2-6) T)l*~)W NH 2 , NH (Cl-6) T)V*)\'&&ZtN (CI 

~6m;w 2 .) 

25 ©teSfcfe«kT*/£fcte*&&. 
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' 10. EP^^^Xh^, — (IG) 
Ar 1 G - W G- Ar 2 ^-X G - W G <*G> 

A r 1G k£T'J — Mfc^fnr'J- ;Hfc*foU R 1G S;7fcte;R 3G 

5 R 1G teY G mG -R 2G , Y G mG — Ar 3C \ AD^>gf, N (R 5G ) 2 , CN, 
N0 2 , C (R 6G ) 3> CON (R 5G ) a% S (O) nG R 7c \ £fc«7j<@£*£ 

Y G «R 2G ^fc«Ar 3G iAr 1G F B 1i©0~4®O^*M^i:mm, gg»* 

io u ^romffimzco, S (O) nG , -c=c-&z>w$jr±^\s>&<g/ u 

nGttO, ltfctt2^Sfc)U 

R 2G f»^M^ 7^», CHF 2 , CF 3 , M7MMfcttkH 
15 D^> (Cl~6) TJMVl/^^b-f #\ 2 , 3©R 2G ^i(:j5 ;:3i: 61g 

A r 3G ^R 3G T?Sm$tlTl^T%J;ViTU— Mfe^fDT'J- )V& 

20 R 3G teR 4G , AD^r>J|f, An (Cl~6) TJl=¥)V. N (R 5G ) 2 , 
CN, NO a , C (R 6G ) 3 , CON (R 5G ) 2V OR 4G \ SR 4G £;fcteS (O) 

R 4G ^7K*M^ i&mT)^)l, fi!7J^zJk f«T;Mr~;K CH 

25 R 5G teR 4G , PhlfcSBn^Ifot^ 2^©R 5G /^— gtfot, & 
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r 6G «7KSiic^ 7vmw^ cf 3 2 
R 7G ^{£^r;wk «t;ht~;k chf 2 , cf 3 , 

N (R 5G ) 2 , Ph (R 8G ) 2 £fc«CH 2 Ph (R 8 G ) 2 £iDbU 
R 8G «R 4G , OR 4C \ SR 4G ^fc«AP^>I^ J ?^t)b, 

10 §3~6MO]g^^t?b, -^(D^^teCCX S (O) mG , C = C, 7 

R 9G teR 2< \ -fg»r;^n;K or 4G ^isr 4G ^ 

A r 2G }-tR 3G xm^nx^X%^7 U — i«fcHAfD7'J-J^ 
15 ^*>U> 

R 10G }JR 4G , An^r>M^ N (R 5G ) z , CN, N0 2 , C (R 6 G ) 3 » 
OR 4c \ SR 4G ^S (O) nG R 7G £g|:bU 
X G ^W G l:^tTA r 2G ^^-;!/ htTiit^I^lT^ Dv 0 ~ 4 ill© 

20 bT^T^ t fc<, CO, S (O) nG , C = C^fe»T-fe^l/>^WbTV^ 

R 1 1 G^ R 9 G £ ^ U 

Q G IJCOOH, ^h^ % /-;K SO s H, hFnWE CONHS0 2 
R 12G , &&tfSO z NHCOR 12G fr*>mUnZ>m&mfrV, 
25 R 12G »CF 3 , l&fflt7)l*)l, mC7)V>r~)V, {«T;!^-;W3j^Z 
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z g \zr UG Tti^tiT^Tfej;^ co~4 <Dmmmrc%> 0 > 

R 1 3G fc£R 9G £:|Rj UM^mt) b , 
5 R 14G {iR 10G ^NHCOMe§tt)to) 

ii. EP 1 r>^-rnxh^\ -jRsS (ih) 



10 




R aIi te 

1) £TF<£> (a) ~ (n) ^SIHnSATDTUHP: 
(a) 7'j;k (b) v?T^;K hU7^*fcttrh7^, (c) 
15 -f^^VU;K (d) ^VWj;k (e) -f V^TVU;^ (f) ^IJ-^ 

ti/u;k (g) ^^/u;k (h) tf^vu;K (i) tfnu;k (j) ^ 
r^yyu;K (k) ^t\/u;k (i)=px-;k (m) Hjy*/u;k (n) 

20 2) -COR 6 " 
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3) — N R 7H R 8H > 

4) -S0 2 R 9H , 

5) ?mm, 

5 7) l£A±COR llH l?mm$nTViT ! b<fc^C l~6 7JWk C2~67^ 
^SfeHC 3 ~ 6 P7 W (^tl6tt ££>fcl£CF<JD (a) ~ (h) 

(a) -COR 6H > (b) — NR 7H R 8H „ (c) -S0 2 R 9H . (d) 7jcM», 
(e) C l~6 7;i'3^§WDC l~6 7;l'3^X 43i;tK(f) 
10 AfD7'J-JW Tr&D, 

R aH lt-tS; I H^tS^n^fX-Mfct bT 1 , 3&fcfel, 4<D 

1) 7K*1M^ 

15 2) Any>lf, 

3 ) c i — 6 y ;i^;k 

4) Cl-6 7JI/3^y, 

5) Cl~6 7^Wt, 

6) "hn, 
20 7) 

8) CN 

#>&j!fcm£S£»3U 3) ~5) Ol» 1 iK±® R 1 1H Tit$tlT^ 

R^teTkmm^ Tjcm*. ci~6 7M;k c i~6T;i/n^>-^j;rjc 

25 NR 7H R 8H fr&M&*n&^M, MWBCl~6T;V^;i/Sfe^Cl~6T 
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R 7H ^j;^R 8H « 

1) Tkmrn^. 

2) 7mm. 

3) S0 2 R 9H > 

5 4) Cl~6 7;Wk 

5) Cl~6X;K3 3rS^ 

6) ^oc-;K 

7) ^-^^;k 

8) ^u;k 

10 9) fl-JK 

io) if u 

j6>6a»drn**&at*>L, 4) -5) <2Stei«^±oR iiH T«m£nT^ 

T&J;<, 6) -10) (Dm$R llli &£Z$C l~4 7Jl/W68tfn§ 1 

15 R 9H f£ 

1) 7jcm*, 

2) N (R 10H ) 2 , 

3) lfi&±<Z)R 11H T*lfe$ftTV*T , b<fcV*C l~6 7^;k 

4) 7i~Jk 
20 5) jry?-)V, 

6) 7U^, 

7) ^X~;K 

8) tru^ 

3^&aiarn*ai**tob, 4) ~8) ©s«r 11h *5J:^ci~4t;^;^ 
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R UH ^n^>If, ymm, ci~37;i/a^x zhn> n (r 10H ) 

5 

12. EPiTV^rf-Xh^ — fl£5£ (I J) 



(sS^ y J43cfcl£z J(itll/T0~2^gt)t, yJ + z Jfi2t$D> 
R aJ te 

10 1) £KT<D (a) ~ (n) ^SS^AfnJU-^: 

(a) 7'J;k (b) e?T>?r:;K h'J7^Jl/^cflrh7^;k (c) 

-fs^/ujK (d) -rv^r^/u;.K (e) -rv^Tv*u;k (f) =fr*tf*5> 
ti/u;k (g) tw^/'JjK (h) b°^^u;K (i) fcfau;K (j) ^ 

7$?7yj;k (k) 5FT^/U;K (1) 5^x-;K (m) HJTV*U;k (n) 
15 ^h^V^U;K^n&©^PTU-;HAl~3i@©R 11G ^d;C;c 1-4T 

2) -COR 6J , 

3) -NR 7J R 8J , 

4) -S0 2 R 9 \ 
20 5) 7K«, 
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6) l~30<DR ilJ Tfim£tlT^Tfcck^C l~6 7il/n^y, 3s£.Z$ 

7) l~3fi(DR 11J T*m$tlT^Tt>cfc^C l~67jl/^Jk C2-67 
;Pir-;^^fe«C 3~6 ^^D7» (^nSH ^b\Z&CV(D (a) ~ 

(f ) ^6I«n§ l~3l©lTii$nTViTfej;^ : 
5 (a) -COR 6 \ (b) -NR 7J R 8J , (c) -S0 2 R 9 \ (d) 7jcg|S> 
(e) C l~6 7JV3^§^}i/\nc 1~6 7J^^X £s.£t£ (f) 
AfDT'J-jl/) T&D, 

10 r ij , r 2 \ r 3 \ R 4j ^afR 5J f»n^n^iLbr. 

1) 7jC*M^> 

2) /\n^>M^ 

3) Cl~6 7m 

4) C l~6 7^3*->, 
15 5 ) C 1 ~ 6 7)V*)\&*. 

6) "hD, 

7) &=fcrK 

8) CN 

frzm&ti&m&miv, 3) ~5) o»«i^±oR iij ^«m^nTViT 

20 

R 6J U7mm^ 7m&. C1~67JWK C1~67^^>M^ 
NR 7J R 8J ^51^n§I?^l9, Cl~67MMfdiCl~67;^ 
1 R 1 1 J Tft$ tlT^T £ < , 

25 1) 7jc*^> 
2) 7Mlv 
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3) S0 2 R 9 \ 

4) ci~6m;K 

5) C 1~6 7^^>, 

6) 7 3C™;K 
5 7) -t-yf-jw 

8) 7U^, 

9) ^xn;i/, &&z$ 
i o) if ysw 

fr&a&tisat&a&fou 4) ~5) ©i«i~3fi©R iu Tti^nt^ 

10 T*>«fc<* 6) ~1 0) CD»31~3{@(E>R 11J 43J;££C 1~4 7J^M^ 

R 9J te 

2) N (R 10J ) 2 , 
15 3) l~3j0<£>R 11J T?«tfeSnTVvr'b<kV>C l~6 7MiK 

4) 7oi-;k 

5) ^-^^f;k 

6) 7'JJk 

7) fxrjk 
20 8) tf'jv^ 

^SiS^tL^Sr^b, 4) ~8) ©S«1^±CDR 11J ^J:^C 1-47 

R lu »AD^>Sf, Cl~3 7;m^ -hD, N (R 10J ) 

as&^fcffi^T^stk 7kmm^rc\±ji^j^$>^m^(Dmm 1 tern©? 
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1 3. 



EP : 7>^^Xh^ -«5£ (IK) 



R 



R 




IK 



(IK) 



5 R 1K te, COOH> fcFD^^k 5-^h5^/U;k 5-;f 

^V-l, 2, 4-ttW\/VM $fc«5-t^V-l, 2, 4-^T 

15 t ^U^rzy-2-^)Vyu\^)V^t>V, 
- ^ 2 - 7 U )V&Wo b v 

2, 4-^4^yu;P£fcte5-^v- 1, 2, 4-^Ti/u;i/-e&£^s 
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1 4. EPjT^^Xh^ 

(1) 4- [2- CN — <V^Dt!Jl/-N- (5-^fjl/-2-7U;i'X 

(2) 4- [2- [N — fy^JP-N- (5-^fJl/-2-7'JJ^ 

(3) 3 ~^)V-4- [2- [N — (Vy"^JU-N~ (5-/3^-2 

io -^u;!/^;^^^^:;^) 75/] -4, s-^/^/i/^cii/^v'/rP/KI ^ 
,&#@£, 

(4) 4- [6- cn — f y y*^-)V— n — (5-^^;i/-2-^u;ux;i/ 
y^-ji/) 75/] -f >^>-5— r ;i^3r>-/^;W ^&BI, 

(5) 3 -y^;i/-4- [6- [N--<y^;i/-N- (4-/^;i/-2 

(6) 4- [4, 5-^/^-2- [N— (5-^-2-7U;^ 

(7) 4- [6- CN — fV^Iz-N- (4-*J-)V-2-^TV**))l> 

20 x^y*- ;w 75/] -i>*?y- 5— f ;v^v-/^;W ^m#m> ^© 

15. 4- [5-hiJ7MD/5 1 ;i/~2- CN- (5-/^-2-^ 
25 U;kfr;i/^n;l/) -N-Yy7°Dk>75/] yai/^v-/^;!/] S^m^ 
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1 6. iTy&^-^h tffi^&mt.(Dmfr&fr>&ftzt£&m3mim 

1 8. E P J^^n'-x h iKn U >li©I^W^&§itl 1 

10 
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